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(1) 



o 



t i V •> 7 1 = u >-*X{4 5 3g L < 14 6 M tf> 2 fflwlt^^ 



mm, 

mmitm. ^frm^. »«<bffi, WiSifiLffiiE, y 
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[<fci] 




R z O 
N-C„H 2fr (A)a-(N) b — C-Z 



A fifi&S Sr^r L T t «fc V % 7 ^ =. u yix ISB&S^* 
LTtiv^7 7^/H, B&S&W LTfcJzvvfiifgT 

/1"7"— /W-S, fM^tLTt <fcV^T y — >VT 

tM4tLttJ:^7i=/ua % B&2£*LT 

^tLrfciv^U-zursyS, B&g£r*LTkJ; 

fi»S5rtLtfcJ;^i^#i^l:*it^>'« > B& 

nfi 1 ~4 4>g$:£;^U 

a&tfbfiOXfil ] tSSW^y^^t 

[W*3S2] -Jft*(l)fc*JVvc, n#2ffc!) 

^o-efct), b*si-eas>5»**iis*oft:-^». 



. a 



a 

[W*54] — J!SS:(1){C*JV^, n/JS2T-fct), a 

&mT/u*/u^ iM^tLtt iv^i£^r/K7-^ 
$> IftSSrlf LT t J; V^7 D -/>7;i/^=/PS 1 B& 

fil7;u*;H % f«SSrtLTfcJ:v>77^/H. 50 
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(1) 



B&S£rWLTi> iv>7 y — /UTVi^^/i^ B&SSr 

v^ry— /WS/Sk fi«££*LTfc il^fo7 y 

T iV^T 1 o7!) -;i/7;i'^yulf*)5f|*JS 1 15« 

tt±^3,4-7t KDt7f/US, fJIS^Ltti 
l^5H-6,7-i?fc Kn^y/->? n^7'r^S 1 Xi32,3 

[IS*3S7] -^(l){d*5V>T, niS2ffc!), a 

3,4-^fc Kof7fyH, i*«!rtuttJ:w,7 
-v?fc KD^<y/->7 n's7°r^S 1 Xl32,3-i?t: K 

[f»^8] m&mi ~ 7o^-rtia^(cfE«cco'<>'^ 
[***9i »»aftfi, wffifkje, j» 

*8!e«WEJ6„ 

[OOOl] 

-T-l (Monocyte chemoattractant protein-1 : MCP-l) j§ 
[0 0 0 2] 

[*i§3l?<£>ftfly] MCP-lii, 76T 5 /^d^/iS^T*^ K 

■c *> 5 t as v sr ^ri- 5 tiwt a ^ x* & 
[0003] m9>& j s>*v&mv>mmmm\z£<?x3\£m 



( 3 ) 
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Mtm&te. ifWIIST^IiiilLtv?D77 

mt m (ft^fg*. 53#, 2898H, 1998^) „ mm* 

tltV^ (BIO Clinica, 12#, 769H, 1997*F) <> 

[0004] ucp-uz x zmmcomfeftvkiki-z. 




G-mmAZT-p] • fem-rz^ktf-timk^z-bti. mcp- 
\^fcmmm<Dmmw$L&ftt£t>tix%tz 0 ^<vm 

M, 1998^6^14-18 0) «, 
[0 0 0 5] 
[ft 2] 

R 1 



10 [0 0 0 6] 

ucp-i^m#^mmismt+^£h<Dk n^x.-r. m 

[0 0 0 7] 

[ns^«?*-rsfcfero^s] frt>z>mmict6\,^x$:¥g 
[0008] -tt£t}*>^mm^ 

[0 0 0 9] 
[ft 3] 




R 2 O 
C n H 2S -(A)a-(N) b — C-Z 



(D 



[0010] Kt> R' t*fcmmf-X&1&WiT/i'*/l> 
M^S^r^ UT t J: V ^ 5 ^ L < (i 6 flco 2 ffi»a*itSC 

■MS:*Ltt)J:v^7x^/H < iftiWLt 40 
t <fc^8S-3-#St^ft*iitS, iftSttLrfci^** 
Hits, «»*Sr#LrfcJ:v^«^«*aiS:* x fi&g 

= B&g£*L-ct, i^77^^*->S, 



[0 0 11] *fc*38Wtt, ±eft-£ft*£*-*-3E3£ 
[0012] 

immnnmommi -jKS(i)i:tJv^> r' ii*^ 

5 C0T/U^i'*^*ff 6>tL5*s, R l <t LT(i**Jg^- 
[0 0 1 3] — ^(DdJol^T, nlil ~4coSict: 

/fi/y8> /pfi/>|, ^f/uni^f uyifiJi 
^tfe>tt. /Si^txf i/vl (n=2) riS#SLV\ 
[0 0 14] — ^(DI-*3V^T, Aii7i=l/y|W 

^7x=l/VSi}!»JLV\ Ai!5Xli6l©2tfoH 



( 4 

5 

/k -r ^ yK ^7/-/^a*a^2tfosi: 

ft 6 co 7 * ~ u y-SXte 2 ffi0tt*ft^ttnfe£«r*r 
LTtJ:<s 4**-CnH SB *Sj|e^Lfc^fc»UT2ffi: 

y— yM-^rv^ 7S/7M^t*'>S, ffi*8S^^ 

Tyi^*^*^ s^vyyua, e e y ^s^^g^L 
fctwffSK, r ^ y Tyu^yv^ixa^ lt«, 

±|EOT/U=i * ^S^«t«»Xtt If L<(i2 fli 
7/u*^»SHftLfc7$ /S^ttltt^)^ L 

I«ifSSX(i 5-7 A<D#2r*imM^**fttt 
t«Ltt°ny^«^ ^©mxtefg^ryi^ 

t^y^/s, t°^^>?^^s> ^A^y^/wg, ^e/w 

t°y^;M h^rv-S, 4-^E-yW* 
y -^^ari/g, 3-trn y v^yW-^S, >>y 
^ ;x^t*'>I, 2-(i-y ^yutfu y ^-3-^) 

^^/W^-^i/S. 2-(4-^ ^yl^fc^^v^-W yW)jn^ 

[0 0 15] — ««:(l)^*3l^T, R 2 (i*^^X^{& 
ft7/^;H^L, ^^S»7;u^u5t LTfiy 

^^S, tVl^S^(Dj^^l-5^r/U 40 

[0016] — j»s:(i)^*3v^t, z ds(Sj|»r^*^s 
<£>«-g\ ^Si-7(DI®7;^I, W$mT;i>* 
/^*, <fBXf4*«fB^«ltt^T^*/w*dS*»f bft 

5o ^ffcWKf*. xf/i/g^ ^afcVi^S, :/ 

y^fi ; n^ci fcVl^ iy ^ a y^yl-g, i/y n-O 
f^S^ >^ u^^^jvm^<DW^TJ^^m ; v-y a 50 
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6 

^>^ywy ^vl'g, >y vvt-y ^yug^<£>— 

"Cfc, 4#KKB5V^Zyi'*yi'Sa s #*L<. MKiClite 

©Si:tt, ^ny^JS^ gi7/U^^i/S, 

-;vS^(7)i^(iiij|07 y — yugtfSfi&Lfcv'y 

[0 0 17] Z^77/^/US^i^ft R**l~4 

yVT /^/uiXlit 7 5vur yi^ywgtf^tf b ft, ^< > 
vv^g, 7x*f-;vS, ^:7?vuy Li^ 
Lt^if £r ^^x*#5 0 *fc* rftbcor^/i-^- 

^yi-S> 7y^7;^^S, ry-yi^S, tK^S. 

iSffiT/u^/^y^S, 7d^;vS, ®aTyi-=r^iy 
^7/u^^yi-S, ^/WtK^tv-S, ^FdI, 7^7; y 

y — y^ry^^^y^S^^«*LTV^Tfc«tv^ 
[0 0 18] Z36Sfi»Ty^^=yu«0»^ % K**2- 
7^i£^Tyu>5r^S, »tt«TyHr=yua. ^co-^ 

Xli±gp^a^OTyu^=ywS^*jf C>ft5o ftfrtfrt- 
(4tr=.yuS, 7 p n-<^;uS, ^y^p^ ; ug N ryyw 

[0019] z^ry-zur/t-y^ScT)!^ j^^S 
2-7 ©a:«XJ4^tt«oryi'^=./uaS:aB5)'«Jgi:-r 
S7 3i=.yUTyu^r=y^SXf4^-^^y^Tyi-{r^y^a^^ 
?>ft, ^^y yuSXt^-^^^yHf^yuSSrifi LVnJ, 
*0!li: LT^tf 5 :im5p S^c, W*.tf^^yyi^ 

y — yWTyu^^yi^S^ft, {S^Tyw^/uS, T^yu^yu 
iSiKTyu^^ywS, r y — /vr/vtr ^y^S, 7y- 
yi-S, *^Ss ffij»Ty^3^r^S % 
yi^yW-^v-S, 7y-;v«v/l, {S^ry^y^yi- 
S % 7D^f^S, tejRTyU3*i/*/W#=.y^ ^yl^Tjf 
*i^a, ^hnS, 7^7^/5, 7^y£ 
^:S> *S^aiR»5S;S. ^ro7U-;i/7;u^S^ 
g«ILT^Tt>J;<, *-et>**V^|ft»-C«>5tert" 
7^;US, v-^n^O-^yva, iX^ n^^vvl'S^Oj^ 
*«5-7<7>^«E«|«L<ttaitt<Z)Ty^^yua % -Ov^ 



7 

^Sf(07 7/w^;wS % 7x^/uS, 4-7 ^/u^^^/u 
a^or y — *^y/wg^ry — ^r^v--^ 

^/l^j^/l-T ^ / S^OTvvUT ^ /g N tert-^h^r 

y^S, fc o -<yvvi^ txys* 
/S, -^/i-* y / ^f^/y/H, e°y vv^s^ io 

/ug N jj/U7$*i/m. Ti//UT* /s, 7;yS^I 
ftttv^ t 20 
[0020] z^^^^y^ScD^fc^, (sar/i^/u 

# /l- tff ^hoS, 7^7^/S, T 

[0021] z as«^*at«ffc**«o»£\ 

Kof7f;uS, 1,2,3,4-7=- h^fc Kof7f 
/US. 5H-6,7-^fc KD^y/V^p^r^S, >T 
^-A-g, 7yh7t^Sv 7xty M/r:/Ug^ 

tr~/\«m, Tv—jisT/vtr-^m. 7y-;i/i, tk^ 40 
mmm^s. ^^rv-^r^^mm^m^Lx^^ 

Tfc«fcV\, ±IS^«^«^t:**SO^T*t, 3,4-v? 
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V\ 3,4-v^t ^^^7^1/^2-^/^^1:11 -t 
^» 7{i(c. 5H-6 F 7-^t Kp^y/y^D^r^ 

4-^f;i/7x^;i/S x 4-hy7/wtP^f;i^7x^ 
/US, 4-^up7x^S^#i^u^Ji LT^ 

[0 0 2 2] Z ^SiSSS^S^, ^Sf 

^/y^s, t°o!)^ 

a 7 y /wS, fc° y vvt^S, t°y ; yn^S, fc°7 v^A- 

i&mTsi"fr~;i>m, 7y-/V7;^^;i/S, 7y- 
iT/Un^y^j/^;^ 7y/U7^/$, T 5 y 

[oo2 3] z&m&fcmmA&<Dm&. ±tmmm^ 

-y-^y/U-S, 4,5,6,7-^ h7t Ko-i,3-t*t/p fc° 
yy^S, 4,5-v^t KPt7 h^^/U*. 
KP-l-^y/t^rirt^/VS, l,2,3,4-fh7t Kp 

>fy*/yys*dW&ii5 0 2,3->> 

/uS^J;^4L<, 7-7 ai^/W2,3-> ? t Kn-l-^y 
t°>--4-^ /WS^7-(4-^ f;U7x^)-2, 3-v> 

SySfctt, i87/v^/uS, 77/^/uS, 7y-/u7 

7/UP^yS, 77^^r/^^ryS, (SJRT /^^7 7 >f /U 
7p^/i^S, fia7;V3^^y^;uS, 7y^ 
7?/t 7;;s, **siia:a^s««Lrv^rt>J: 

^l<liSI^7^/vS^ ^<yy;H?(Z)7 7/^ 

^s, 7x=;us^7y-^s N y^swy 

t^ryS, >^ n^^V/^^v-S^<7)M^5-7^ 
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9 

-OUT h/^V^/l^^A-T ^ /Sf^)7^ 

t°-<y^yg x w^y;s, 5: y 

*;vjr;*ci/m, r^r^ys, r^/s^^g^ i 0 
[0024] z^ry^7>/Soi^:it ^cor 

[0 0 2 5] Z j&S^x p7 y — A-T ^ y g^^Cf^ 

fg^TA^y-r a^ x i&^r^^^v'^ / i.7K^^a. # 

[0 0 2 6] Z^TA^^^Oiil^ £*^ifrl~7<D 

[0 0 2 7] ZtfT?/l'*Sl'ttism<Dm&{Z^ 7x 
~A^TA^A^=^S;^#f:f ^tL, *^T* t> 7 =n —JVC 

ffiTA^^g, 77;^;Pt^^S, {^TA^y-f 

vvvrs ;s, : 7;;s, «c*aiaat*a<it«UTv^r 40 
t><fci\> 

[0028] z^i^imb*it^ys^i^c 
[0029] z^**«>^->3E^»^^tt, mj^ofci 

mmw^±^i&mr/^^m. 77/^;vs, r 50 
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[0 0 3 0] Z ^^r p 7 y -^7^^^S©I^ S T 

^-/uy^vi^ t°py;Mf/ws, -ry^-^-^^yyu 
^^vhe, Y^/y/Mf^s, try vv^y 
^vyv y^-y-yy A-y ?yp»(f s r <t 7)5 

5o 1 ti b (D^f n 7 y -^7/w^/uSCI n 7 y 

^ 77/^w^^s> fg^TA^y^A- 
[0 0 3 1 ] iTi&^fczasWLTfc J^BifeSKio^ 

jRT/Va *^*ttt«** 1 ~ 7 <©r^*/w*^»*J« 

4 COT ^*/U»fcJB»«iS t i" 3 7 * r:^7^*/USX 

t«-:7 f/V7/v^ zi'SSr^U 77/v^t^ylli± 
iftr^^r^/uS £ fi^^» 2-7 0|tilttXH:5HftttO 

yl-T ;7S, F;l/xy^/^x/i,7; 7S^/f U 

mc±m<Dmm^ l < (isw^ 5 « l < « 6 

mm i~7 (Dia^x^^jRcoT /w^r/i-s^ 5 m l < 

i^ftKSfssa^i^ l < \*mm<D 5 « l < « 

^)7 7^*/uS, 7 7^^;^^yS, 7y- /u^-^fiy 



( 7 ) 



11 

;V*;UJr*^m. mkT)Vti Tv^si-m. {& 

*>v^ ^hPS, 7^7 ^ /g&tfT^ /g^b 
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[0 0 3 2] jifcZcofltitlcHU -^(1)±T'Z^ 
[0 0 3 3] 

Kb 4] 




[0 0 3 4] * 

t Ltd, mm. 



[0 0 3 5] *#W<0ffr&»©#*LVMB«£ LT(4, 

[0 0 3 6] A. — J&zSKDK^T, n # 2 T'fc "3 , 
aiU-C&t), bri* 1 -ChZik-S-VOo ZtiK 

«^a*aiic», «^S4r*UTt iv>ry-/ur$ / 
^77Mmi/|, g&S£;frLT<bJ:^«§-S-#gt 




[0 0 3 7] B. — JKstd^Jo^T, n*S2-efo«J, 

ti^77/i'#;i'S, IM^rf Lttiv^7 V — ywr 
/Hr=/us, «*S«rWL-Cfc.fc^7*=^S % g&g 

IM^f LT t <t ^7 U -/V7 5 y S> g&S£ 
SLtt)J:l,^fn7y-;W7$/S, fM^rtLt 

•>S, Xteg&g^ LT t±V oT!J — /UTA-3r 
yuStfeit®, Z#, IMSrtLttiv^ 

4-v>fc Kaf7f;uS > g»SSr*U-Ct «tV>5H-6,7- 
v»fc Kn^y/->^D^7*f=/V'S, X(S2,3-v : t Kb 

30 V\ 

[0 0 3 8] f*36§Hfc-&tt(l)<0»!itffi» «Tl:« * 
OT*.liTffi©§SJ6^IBIflE(5)Sraft-rsr 

[0 0 3 9] 
Ht5] 



R z O 



(5) 

[0 0 4 0] <$!jt* HS]#<5) <D9Hm> *i* % 



[004 1] 
[ft 6] 
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1200 1-278886 



[0 0 4 2] [st^K Bocfitert-:/ b*i'jJJt'tf—A'3s 

[0 0 4 3] mmt>mm5) (4, UtSfc (J. Med. Chem., 
1983^, 26#, 657-661H. #HSB357-193485^§-<&$t> # 
g3Bg58-15979^^X (4^2607)411^ X-r ^-T/U^ $ ^ 

h y-i/V^^^Ait^t*. 1998^6 J? 14~18B) 

[0 0 4 4] <t-g-^(3)«, it^-¥d(2)^y- hyt Kn7 
7^^£0>PfSte^tf:-e v i?-tert-:/=fvU */UtK^- 

^(2)coXl7)5^n^-Sw^{cii, ik<&M(2) h 20 

y7>f^ t'x(H)^f/i,v'!)/Hr; Kiv^-tert- 

*J|X*J:<«iit-rs^ir^X-#5„ K/£?figf4, -100- 
50<C^#£ L< . -78-30X^4. <9$?;£ LV\ 
[0 0 4 5] {b-&»(4)tt, ft^(3)^7h7t Kn7 

!)f ^Af^iU 1-tert-^ h+i' jJ/VOS—jV-A-yf'* 
D K>-(6) tH^S-Br, Sg^zK* A tert-T' h v- 

^14, -100~50t:^fcP£ u < . -78—30^7)5 J; 9 L 

v\ r^x^r-ii, ffc^(3)cD:fl^;fc.5VM4?fi^gt 



JfctifmmzX^Xte^ tff^VJ* tert-y h^rv-KT-AQf 

So 

[0 0 4 6] §gjt*ffii*(5) 14, it&!fa{A) *®\7L\t Y V 

-7>v* n mmm&mxi&m-t z> r t 1- 4 9 sat-r 5 r t 

~50 e CT**><9. »*L<l4 0tHU^T-fc-5o fc*>\ -hfE 
Xg(C*JV^T. 1-tert-^ h^rv'*/^=/l-4-t 0 -<U K 

V(6)CD^3ij!£^-<75{fcflgl4, tert-:/ h^v-Tj/u/tf-A- 
ifs^»*n,\ M3t^p B i#(5) i4, ffc&m^m 

L T & <S> XStcftffl L T t> 4 V \ 
[0 0 4 7] tl_hcD4 p t- LT^ettfc»3t^P^#(5) 

#><b, &?jy<D$:mwik-&'®>a)$:mT&-rzz.ktfx- 

^•5o 

[0 0 4 8] <*IPJlte-^(l)-I (— ttA(l)>f. a 

= 0, b = D w^ig> *^f^o{b^d)-n4, eu*. 



(5) 




N-C„H 2n — N 





N-C„H2„-NH 2 




N— C n H 2n -NHCO-2 



OH 



[0 0 5 0] [5t<K R\ nS.0 ; Zi4iulEt(^CtW 50 ^*i" 0 ] 



( 9 ) 
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[0 0 5 1] <b&«K7)tt\ N,N-v?^yWA7; K 

[0 0 5 2] 
[ft 8] 



X'-C n H 2n -N 



(9) 

[0 0 5 3] ntemZtmCh<D$;7jk\^^ X 2 

[0 0 5 4] S:SJ6S^5 r 1 1: J: 0 #5 ^ i 
5o KJ£il*f4, 0—100 < tjft5#*L<. 40~70 < €^J: 



16 




10 



[0 0 5 5] ft;£>4»(8)W\ {fc^(7)£^/-,i^<o 

(8)£v ; -tert-:/^/w — hirS/S$^r, T ^ 
/SSrtert-:/ h ^ v/^/V*^l/St*»S Lfcillv^ y 

-50-50t:"CfcO, ^LOSO^iiu^T-fcSo 

[0 0 5 6] {b^*(8)«c, giJ^TIBOX5SlC± 

o T fcKSg-r 5 r t 3 0 
[0 0 5 7] 
[ft 9] 



20 




N— C n . n H 2rvr CN 



(5) 



00) 

[0 0 5 8] K<K R'&tfnli, lfriE£|5jDfc£>S: 

[0 0 5 9] irtefr-h. m&tpWims) ^x-c n .,H 
2 „- 2 -CN£fflv\ fllri*o^»(7)<7)«[ifii:ra«o»3S 
*fl=t?fb-ft*(10)«r«au, ^^^T/SSrSTC-f 5r 

5utt, 0iJ;Lilx t KD77 ^^^ettftfjJSE^-C, 
^MitT/V >xr)Ayf^i, £-78-50^ L < fi- 

[0060] j^±coj: 5^-LT^#^nfc^ra^*(8)^> 

a = 0^ob = l-CfcS*»W^fb*«(l)-I 2r§g 
[0 0 6 1 ] 1 ) T 5 KS^-frtoOjBJS 

TP7U -^7/^^|Oi^) 




N-CnH^-NHa 



(8) 

[0 0 6 2] *»«fc*»(l)-I©5*)7 5 Fm<Dh(D 
30 (4, ^;U#y»Z-C O s H(ll) i ^ mft:( 8 ) 

Kffi, * p y Kj£, «&fS*4&8:, DCC (v? 
v-^ n^/i^s^ ^ K) jfe, firli^^TvWfcffi* 

^ ^V-/W£, DCC/H0BT h'D*i/^/ h y 

7/-/U) ft, *^f?fe#/i^v^ S K*r«Hi-5#fe 

^tU^CO^ffitt, M.Bodanszky, Y. S. Kla 
40 usner#.t>U A. Ondetti^ "Peptide Synthesis" (A Wil 
ey-interscience publication, New York, 1976^) N 
G. R. Pettit^ "Synthetic Peptides" (Elsevier Scien 
tific Publication Company, NewYork, 1976^) x 0 >fc 

StteS^tfc, 1991^) mzlBMtZinx^Zo :o«^K 
N,N-v?^f;u^;i/A7^ h\ t°y^y, ^uu 

fflESrfflv^5ni:d5-ct5o KJCJMCtt, -20-50°C^# 
50 SL<, -10—30^^ J: v> #4 Lv\> tf/v-tf^BKll) 



( 10 ) 
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[0 0 6 3] 2 ) KSfrfrttOWtt 

[0 0 6 4] *58^co<b-a-^(i)-i <r>o*>V us< KS<© 

h y xf/V7 5 V«<atM£#aETI^ -30~1 
OO'CT', L< li-10~60 c CT% hi) ? n ny fvV ? 

KfS^-tirfc^ #«T5 > £-30—100*0 5 r 

[0065] 3) v^?>-mk&vo<r><mk 

tUt«t^7 7^;^->S 1 E^SS:* LTfcJ; 



(5) 




18 



[0 0 6 6] *^|^^0'fk^(l)- I w 5 * \s9 yf 
ir^^y^Hift: ( h !1 Tfc^^V ; t**( Hl^nn^ 

tsrt ^T'# 5, K/£i&Ki4, -30~40 £ C^S^* L 
10 tt\ 7 > y miS©{b^S:fflV^Tt J; 

[0 0 6 7] (HRSd)*, a 

= 0, b = 0) OKit> *«W©ft-&«b(l)-IIHt, Wt 

[0 0 6 8] 
[ftlO] 



N— C n H 2n -CQ2R 3 



(12) 




N-C n H 2n -C0 2 H 




-C n H 2n -CO-Z 



(13) 



(D-H 



[0 0 6 9] (st*. R 3 14, il7/^;VSXIiI^ 

it. mmtmzi><D&^-r 0 ] 40 

[0 0 7 0] «t>W#(12)«:, $!!ifi*fig#(5) (CN, N-i?y 
f**/^7 5 K4?©iiS**«EXt5 h y s-f-^r 5 

[0 0 7 1] Br-C„ Hj.-COi R 1 (14) 
[0 0 7 2] CiSf. R'Mnlt liufH i: |1] C >b<7>& 

*-r„ ) 

[0 0 7 3] SrSJS**5-i:^J:?»*[3Si-5ri:*s-e 
#5, SJ£fi«l4, 0 ~100<C/W£ t< , 40-70"^^ 
i?)|ftU\ *fc. £(12)^ n^2<75^(df4, 7~ 50 



Ty y/WB^^-r/KgrfflVT, «fW#(l2)Sr*iigrt-5r. 

TSf6-t"tt(44v\ *7t, yn^TMl/yA/^yl 
x^f/l'ft(14)(D7'ntSli 1 y. y V^Psft^/l^drv' 
S> p- h^U^^^/U/f;— /W^-^r->S, h y y y 

51 1 i>*Smxt>Z> 0 UDm^at, ZtiZfixlcMLti 

[0 0 7 4] #/l-**>$Kl3)(4, nbfttzik&mi2)* 

r t ic4 f?»3t-T5r t*5-e#5„ s^?aS(4, -20-1 



( 11 ) 
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[0 0 7 5] ^moiti 



-ins, <pmmi3)t. 



mtfBmg£^LT<bJ;^T:* V (Z-H) k(Dm& 



[0 0 7 6] 



(5) 



-III (-«5£(1)** a 
R 1 



[0 0 7 7] 
[ftll] 




N — CnHgn-A-N^-Boc 



(15) 




N-CnH2 n -A-NH 2 



(16) 




N— C n H2n-A-NHCOZ 



(D-w 



[0 0 7 8] R\ n. A, Boc&tfZ temffE t 

[0 0 7 9] <£Pfl{fc(15) fi, N, N-v^ * K 

CH 3 S0 2 -0-C n H 2n -A-NH- 
[0 0 8 1] [5t*, n, A&D^BocteBfjfB^^CtcT) 

[0 0 8 2] SrSiS^^r^r i:tJ:9«iSi-«r. ktf-V 30 
t5o RlSJafttt, 0~100 < C;*$if£ L<. 40-70^ 

ft*5, ^ i/U- b(17)<£>^ 
/^^r->S(*, p- h /i/x y x ;WjJn = 1 VS % h y 7 

[0 0 8 3] fls£>4fc(16)tt, fl^4*(15)Sr, ^Mhy 
7/P*BftB*©»t?«at5r i: i: J: 9«JttS r i: 

*»«E*:«tffli-6ri:tpr«-C*)0, Rjc5&*[i, -50 
-50°CT-fc«9, #*L<f*0 c C*r«"T?*>5o ft£*4ft(16) 



CO^ v"U— h(!7) 
[0 0 8 0] 

Boc (17) 



[0 0 8 4] *mW<Dlki 



-III60 9 -tbT ^ \*m<o 



*ffl-rttte<tv\ ^/^>iz-co 2 H(n)ij:, mm<v 
[0 0 8 5] *mm<Dik&*ka)-iu<Do -h^ix- 

T\ 7xx;W y h^ff i>f y:/7^- h 

£ b° y i^yXli h y xf;l,7 S ^<Di£S#?£Tl-, -3 

o-moo'C-c. l < f s-io—eot-e m^dd^ 
loose] 55(-> *mm<D\t&m(\)-ui<Doiby^ 

?i/m.<Dh<n\^ fraff(i6){^ T/u=i-/u3i 



( 12 ) 
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Mi^DP^fyv b^t<Dfcjfc{z& 

R 1 

rrV 



22 



(5) 




[0 0 8 7] <*»Wfl:^(l)-IV (-j©s*C(l)4\ a 
= 1, b = 0) ro»5t> **91©ft;-§-4tKl)-IVM\ 0iJx. 
(4\ •Bt«PBI*(5)36»6. TES*SS;fc«o-C»Jft-r5 

rims, 

[0 0 8 8] 
[ft 1 2 ] 



-CnH 2n -A-C0 2 R 4 



(18) 




N-CnHU-A-COzH 




C„H 2n -A-CO-Z 



(19) 



(D-iv 



[0 0 8 9] [**, R\ n, ASt>*ZI4mjfeil^C 

[0 0 9 0] tp|Hfl£(18)M\ Wftf WMK5)JO«,N-S?y 

V, v 5 ^ y^n tVWai^/i^T 5 >-#ro±£S£rffli^T, T 30 

[0 0 9 1] Br-C»H !n -A-CO. R 4 (20) 
[0 0 9 2] [St*, n, ASt>'R 4 (4H«rfEi:[^C^c7) 

[0 0 9 3] S:S)^^*5- tf-J: *9»iti"5r ir^r- 
S^aafi, 0~100 < C>4^?* IX , 40~70°C^ 

[0 0 9 4] #/UjJ?V»(19)I4, »e>tLfcfb^(18)S: 

Mig-f 5 r t -5„ K/^?a«i±, -20~i 

00*C# s #J$ L < , -5~50'C*s«t 9»4LV> 0 

[0095] *mm<oib&mi)-m-t. *>mmi9)t* 
m^mmm^vxh^r (z-h) i©i^ 

#14, fifliEro-^lcfflV^btl-T^S^T 0 ^ K3-fiSc&£ 50 



[0 0 9 6] W±CD#K^T-#5>ttfc*^<*:St>*g^ 

is. mm. bml mm. urns,, zmm^h? 

[0 0 9 7] *^K<D-Oy^-^riJ-v?Vpaj[^(l), -t 

[0098] &mw<nmmn. -o-^^^j>mM-W 
#k M&ak mmm. mm. mmm<Dm 

peg4oo^w®s?sij, b& -v i — /k %m%??>mm 

M ; 7J/l'*^rv-p< f;l/iryl/B- ]- y t KnJf 



( 13 ) 
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AUSfc^l 01(1 0. lrag-1 g»JK, 0.5 
~5OOmgri*J;0#*LV\, 1 P*£:ifc[H]f;I# 

[0 10 0] 10 
[0101] 

[0 10 2] 
[ftl3] 



20 



[0103] 2-^0^-4^ f;V7x II V (9. 79g) 
h7t KB77^ (170ml) ^ffif-s -78tj£ai, 

v«jrpei.oii-y^** bf^(h y *<?/uisy ;v)r * 

KcOt" t Kp7 7^SI (104ml) ^ITU l^ffi 
^TJEJ-155J-W8l«2Lfc 0 v^-tert-^^/W 
— b (12. 2g) (Drh7t KD77V (30ml) mm&ffi 

u^/wcTttttiu ^«Ji&#»u**flMw- by 30 

S:^J*^?A^ p-v b^9 7-f — KttU n-^^r 

-y-^-mm^^ (10%) r^tBL, mmik&m (13.8 

g, ift*:91%) 4r#lft»ft*iLTflfc. 

[0 10 4] 1 H-NMR (CDCI3 ) 5 : 1. 53(s,9H), 2. 27 (s, 
3H), 6.89(bs, 1H), 7.08 (dd, J=8. 5, 1. 7Hz, 1H) , 7.32 
(d, J=l. 7Hz, 1H) , 7. 98 (d, J=8. 5Hz, 1H) . 

[0 10 5] W£&\2 N'-(tert-^ h^5x*yl^#=./U) 

-6-y ^/w-^ t°n (4H-3, 4* -tr^< 

y ^»-2(lH)-*^ 40 
[0 10 6] 
[fcl4] 



NBoc 
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/^y^»AOn-^*1f>1g» (15.6ml) «r«TU AS 

y S^A/l^aK^^U— b (2. 2g) Orh7t 
(10ml) SiSrITt, W:t4Wi$fi^l:-2 
Ot^t'ML, tert-y b*5/# y (0. 3g) 

y ^-{-ft-u n~^^^-mm^^ (50%) -c^ttj 

U mm<k&to (2. Ig, IR*:58%) SriKltfeHfrfc L 

[0108] Mass (FAB) m/z : 332(Nf ). 
1 H-NMR (CDCI3 ) 5 : 1. 49 (s, 9H) , 1. 90-2. 00 (m, 2H) , 2. 
08 (d, J=13. 2Hz, 2H), 2. 31 (s, 3H), 3. 28-3. 33 (m, 1H) , 4. 
05-4. 23 (m, 1H) , 6. 78 (d, J=7. 8Hz, 1H) , 6. 90 (s-1 ike, 1 
H) , 7. 05 (dd, J=7. 8, 1. 2Hz, 1H) , 9. 10 (bs, 1H) . 

[0109] 98&tfl 3 6-^ ^/V-* t°D (4H-3, l-^V 

y^^r-^v^^-4, 4'-t°-<y i/»-2(m)-$-> h y 

[0 110] 
lit 1 5 ] 




[0 111] N' -(tert-^ h^ri/^7^^^/U)-6-y <?vV*- 
^t°u (4H-3, l-^<^y^^i^v^V-4 f 4'-t: 0 -<y v^)-2 
(lH)-^-> (7.6g) <Om\L**f-^> (50ml) Jgifc^Ticift 
T\ h y 7;^oB8 (5ml) SriBTU ^Kt2B# 
ra»^Lfe 0 RjSiKl^^^vi^— ■ rvi" (700ml) £r*n 

r t K <£ «9 , Mft&m (7. lg, IR* : 89%) 
Ltflt 

[0 112] Mass (EI) m/z : 232(Nf ). 
[0 113] SMg0ij4 N'-(2-7^xf;V)-6-^f/U 
fc°n(4H-3, l-^^y^lfv^-4, 4 , -b°-<y v^»-2 
(lH)-^-V 
[0 114] 
[ft 1 6 ] 




[0 10 7] tert-y^A- N-(2-:/n ^e-4-y f;V7 
/W)#/l^y — b (3.21g) (7)rf7t KP77V (20m 



HN^O 



50 [0 1 1 5] 1) 7 2— A-f ^ K^^vH* 



( 14 ) 
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6-y ^/U-*fc°n(4H-3, l-^^y^-ic-y-iS^-^A'-t 0 ^ U£l 7] 

y i?»-2(m)-*> hy7/^DSit (o.2638 g ) <d 

N.N'-^fMMT; K (5.20ml) ^(C. SIT 
^y^P t>xf-;l,r ^ v (0. 530ml) &t>*N-(2-:/u 
^^;V)7?/Vs( * K (0. 57g) ^P^l x 60^17^1 

re mm, mm^mi£T^i,nhtitzmm^^v * 

T±h>- (25%) (^TfttlSt, ^^/i^-^/MilT 
£&*tt;U N'-(2-:7^/lM' ^ K^?vU)-6-y ^/W;*fc 0 
u (4H-3, l-^Vz/^f-v^H^ 4'-t°^y v>>-)-2(lH)- 
(0.2046g, 11X^:66%) & &&mfct Ltll^ 

[0116] Mass (FAB) m/z : 406 (M+H)* . 
1 H-NMR (CDC1 3 ) 5 : 1. 95-2. 12 (m, 4H) , 2. 29 (s, 3H) , 2. 
67 (dt-like, J=l 1.7,2. 0Hz, 2H), 2. 73 (t, J=6. 3Hz, 2H) , 
2. 86-2. 97 (m, 2H) , 3. 86 (t, J=6. 3Hz, 2H) , 6. 66 (d, J=8. 1H 
z, 1H), 6.91 (s-like, 1H), 7.02 (d-like, J=8. 1Hz, 1H) , 

7. 64 (m, 1H), 7. 70-7. 80 (m, 2H) , 7. 83-7. 95 (m, 2H) . 20 

[ o 1 1 7 ] 2) mmit^m 

(Am -(2-7 * K^^/U)-6-^^/W-^fc°n 

(4H-3, 1— <>y r ^-^if v^-4, 4 , -b°-<y v?»-2(lH)-^- 
> (0. 19g) CO^^y— (20ml) — ^uu^/l/i* (20m 
1) aSJSfC e K9^^«— (0.075ml) SrAD^L, 

50°C^T1.5B#^*l$L^ o MUl, tK5^«-*« 
« (0.075ml) SrifiiPU SO^-ClSWPlBJjmaLfco tR^ 

a*ne*i-a^ijc<to*]B{b-&« (o. i544 g , ir 30 

* : A&filft) «r*»fc 0 

[0 118] Mass (FAB) m/z : 276 (M+H)\ 
1 H-NMR (CDCh ) 8 : 2. 05-2. 20 (m, 4H) , 2. 30 (s. 3H) , 
2. 50-2. 95 (m, 8H) , 6. 80 (d, J=7. 9Hz, 1H) , 6.95(s, 1H), 
7. 02 (d, J=7. 9Hz, 1H) . 

[0 119] (B&) N'-(2-7^;W 5: K^AO-6-y 
^/U-* (4H-3, l-^V^^arf-^V-4,4'-t°-<y v? 
»-2(lH)-^-> (1. 71g) (D^ZS—tV (20ml) - ^ cz 

(80ml) ^ffiiC 2.0M-^W^-fh7t 
KP7 7^i (42ml) SrJD^, 50 o CfCT 3 B#PiBflH$ L 40 
tZo 2. 0M-y f/UT * V-^r h 5 t Kp77« 

(15ml) SriiJPU 5tfCWI*HHlJ$Lfc 0 Rfcm&M 
BE»ttU flbW:SMv/y^^7A^P-7h^ 
7 7>f-|I#U ^ p n^/i^-tkfnr^^^T-y ^ y 

-A- (15%) CTfSSl, mmit^m (0. 831g, 
72%) tafti#iLt#fc. 
[0120] Stifftl 5 N' -v-T y y 5vU-6-y fvU~* 
fc°n (4H-3, 4'-tr^y S^)-2(l 

H)-^-> 

[0121] 50 
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N CN 



[0 12 2] m&ffl3X'nZ>tlfz.6-*^/U-XK 0 u(4H- 

3, 1— o-y^^-^ri^^v-4, 4'-t°-<y ^>-)-2(ih)-^-> 

h ]) 7;Vjru%m& (3. Og) <£>N,N~i^y f;^;^7 ^ 
K (60ml) mmz. ^P^7th-Mj/V (1.8ml) X 
tfvM Vzfu \fjV^;VT ^ V (6ml) SrJPx.SO'CiCT 

p^A-^^y^ (3%) tc-c*fflu *«ffrfr4fe 

(1.95g, iR* : 83%) Sr#fc e 
[0123] Mass (FAB) m/z : 272(M+H) + . 
1 H-NMR (CDCI3 ) 5 : 2. 10-2. 20 (m, 4H) , 2. 32 (s, 3H) , 2. 
75-2. 85 (ra, 2H) , 2. 85-2. 95 (m, 2H) , 3. 52 (s, 2H), 6.71 
(d, J=8. 0Hz, 1H) , 6. 95 (s, 1H) , 7. 06 (dd, J=8. 0, 1. 0Hz, 1 
H) , 7. 93 (bs, 1H) . 

[0124] 6 N' - (2- (N-tert-:/ b * is* /Wtf 

~JV)T^ / Ji^/W)-6-^^/U-^fc°C3 (4H-3, 
^rif-v* V-4, 4' - y v 1 » -2 ( 1H) -Or V 
[0 12 5] 
Ut 1 8 ] 



HN^O 



[0 12 6]N' -V7 y y ^/U-6-y ^/W^ b°n (4H-3, 1 

4 , -t°^y ^^^(ih)-^^ (1.9 

5g) KP77V (30ml) TA- 

t Kd77^»» (12.5ml) «TU 3.5S#ram^U 

-h (2. 58g) (7)TF7fcKP77y (1.5ml) SffiSrJp 
?:^yijy/^7A^P7h^77^-(;WU ^nn 

7^/i^A-^^y-^ (3%) ctgffll, mMik-irVo 

(1.64g, IR*:61%) 5:eferW77^i:tt# 



( 15 ) 
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[0127] Mass (FAB) ro/z : 376(M+H)\ 
1 H-NMR (CDCls ) 6 : 1. 47 (s, 9H) , 2. 05-2. 15 (m, 4H) , 2. 
32(s,3H), 2. 55-2. 70(ro,4H), 2. 75-2. 85 (m, 2H) , 3.25- 
3. 35 (m, 2H), 4. 99 (bs, 1H), 6. 73 (d, J=8. 0Hz, 1H) , 6. 97 
(s, 1H), 7.04 (dd, J=8. 0,1.0Hz, 1H), 8.43(bs, 1H). 

[0128] Wtm 7 N' -(2-7 5 7 ^A-) -6-^ ^ 
-^t:°c2(4H-3, 1— O-^^-^ri^i^^-4, 4'-t: 0 -<y v>»-2 
(lH)-^-V ~i£g£i£ 

[0 12 9] 10 
[ft 1 9 ] 




o 

[0 13 0] (ASO Kit^J 4 (7)2) CD (Bj£) X%htl 
fcN' -(2-7 S y 3i ^vu) -6-y t°n (4H-3, 1--0 

✓***^^-4 f 4'-tr^<y ^^)-2(m)-^> (o. 8i9 g ) 

<D=z?S—/l' (15ml) **Tl.0M-*»-3i^y 
— (8.90ml) ^rADx.0. 5l*W»i*Lfc. flfffliBS: 

«5\ *«b£« (0.796g, IR^:77%) ^efeBft^L 
T#fc. 

[0131] Mass (ESI) m/z : 276(M+H)\ 
1 H-NMR (DMSO-de ) 6:2. 20-3. 70 (m, 12H) , 2. 27 (s, 3H) , 

6.85(d, J=8. 0Hz, 1H), 6.94(s, 1H), 7. 12 (d, J=8. 0Hz, 1 
H), 8. 40(m,3H), 10. 32 (s, 1H), 1 1. 45 (m, 1H) . 

( B SO 6 htlitN 9 - (2- (N-tert-:/ h is* 

/U7$=lsU) 7 * / ^vU-;* fc w n (4H-3, l-'O 

/^1hv^-4,4'-fc:V<y ^>-)-2(lH)-^> (l.64g) 

<o^? s — (5mi) mm^, w-mm-^? s— s^mm 

(65ml) SrJPx.*ai^-C3 BBIIttLfco «£ETSJSE£r 
iSSSU MiC^^/— /UStJd^l«JEETB*L > ^jSt^ 
p d ^/i- A ^fli^ft^IKf § - ^ C J: 19 , ^JUft 
(1.21g, IR*:80%) ^6fel&*<i:Ltl#/c 0 

[0 13 2] S3g0ij8 N , -(2-7^yxf;i,)-6-^f/l/ 
-^t°a(4H-3, 4'-b°-<y v>»-2 

(lH)-^-v - h y y/vnrx2\ 

[0133] 
[ft 2 0] 




30 



40 



•2TFA 



[0 13 4] 8a^j6Tl#^nfcN'-(2-(N-tert-^ h^r 
v^A-tJ^/Ix) 7; / m^yU)-6-y ^tV-Ts tfn (4H-3, 1- 50 



v^-4, 4' -fcT^y ^V)-2(lH)-*> (1. 17 
g) (2ml) *»Th9 7^ 

nftg? (2ml) SrAD*.21^PKH«*Ufc 0 S^t-^^ 
^^—"r^MTLX^mt U tic <fc 9SJg 

ft^ (0.978g, IK*: 62%) S:#fc 0 C©tt,&f±!Rfi 

[0 13 5] Mass (EI) m/z : 275(M*). 

[0136] M&M 9 N' - (3-7 * J tf^)-6-^ ^f- 

/u-* t°n (4H-3, 4' -tv* y >>>-) 

-2(lH)-^"> 
[0137] 
[ft 2 1] 




[0 13 8] 1) /u-T * K^n fcfywft: 

20 KagtfiJ 3 T#e>ixfe6-^ ^yU-;* t°n (4H-3, l-^V^ 

^^-^'-tr^y ^v)-2(ih)-^-v h y ^/u^-n 

fflF»4fS: (0. 5g) (ON,N^^;^/i/A7; K (10ml) 

^tc N ^yypevi/xf/ur^y u.omi) sd^n-o- 

/p^-yn t°;l/)7^;K ^ K (1. 16g) Sr*nx.60t:tc:T 

U *aW«rft»*«*lcT*»L, h y !> 

AKtWILfc, HNSUS. *«E«r«EETf?*U 

^PD^-^/-/v (3%) (^TjgffiU N'-(3- 
^ K^n t°/W)-6-y ^yl/-^ b°u (4H-3, l-^O- 
✓***S^V-4 f 4'-fcr^<y v?»-2(1H)-^"> (0. 506g, 
4X* : 84%) SrSMtfi^-^:? r * t Lt#fc„ 

[0139] Mass (FAB) m/z : 420(M+H)\ 
1 H-NMR (CDC1 3 ) 8 : 1. 75-2. 05 (m, 6H) , 2. 30 (s, 3H) , 2. 
45-2. 55 (m, 4H), 2. 70-2. 80 (m, 2H) , 3. 75-3. 85 (m, 2H) , 
6.65-6. 70 (m,2H), 7. 00 (m, 1H), 7. 70-7. 75 (m, 2H) , 7. 85- 
7. 90 (m, 2H), 8. 37 (s, 1H). 

[ 0 1 4 0 ] 2) mmik&yo 

N' -(3-37^/1^ * K^n fc°A0 fc°n(4H-3, 1 

-- O-^^-arf-^v-^^-t^y i^^)-2(lH)-*^ (0.5 
g ) <D=.#/—j\, ( 40m i) gft^fc K^v 5 ^ • 
(0.23ml) ^*P^50t:fCT15^8I^Lfc e RjcS»S:« 

Lfco *ME«r«EETB*U W&jfcfcM**:^ y 

ry^7-^;-/u (15%) KTSfcHU gift^ 
^ (0. 05g, iR* : 15%) ?:Mfe7^yW^r ^ t L.T^# 

[0141] Mass (FAB) m/z : 290(M+H) + . 
1 H-NMR (CDCI3 ) 6 : 1.65-1. 75 (m,2H), 2. 10-2. 15 (m, 4 



29 

H), 2. 31 (s, 3H), 2. 50-2. 65 (m, 4H), 2. 75-2. 90 (m, 4H) , 
6. 70 (m, 1H), 6.98(s, 1H), 7. 04 (in, 1H) . 

[0142] SSigflllO N' -(4-T 5 y-n-^^/W)-6-^ 
^/U-^tTn(4H-3, l^VV^^v^-4, 4'-fc°-<y v> 
>)-2(lH)-^->- 

[0 14 3] 

[ft2 2] 




[0 14 4] (AS;) 
1) 7 9As4^ K-n-r/^H* 

->?vw;*t?n (4H-3, l-^W^-dri^v^^-4, 4'-b°^<y 

v ? »-2(iH)-^*^S:iE^93%-eMfer«=E-^7r it 

[0 14 5] 1 H-NMR (CDC1 3 ) 6 : 2. 05-2. 15 (m, 4H) , 2. 
29(s,3H), 2. 45-2. 50(m,2H), 2. 55-2. 65 (m, 2H) , 2.75- 
2.85(m,2H), 6. 70 (in, 1H), 6.96(s, 1H), 7.03(m, 1H), 8. 
03 (s, 1H). 

[ 0 1 4 6 ] 2) *Mtt&m 

mmm 9 <D2) t mm<nxm-xmM<k&yQ&umu%x* 

[0147] Mass (FAB) m/z : 304 (M+H)* . 
'H-NMR (CDCla) 5 : 2. 05-2. 15 (m, 4H) , 2. 30 (s, 3H) , 2. 
40-2. 50(m,2H), 2. 55-2. 65 (m, 2H) , 2. 70-2. 75 (m, 2H) , 
2. 80-2. 85 (m, 2H) , 6. 66 (m, 1H), 6. 98 (s, 1H), 7. 04 (ra, 1 

H) , 7. 40-7. 50 (m, 1H). 
[0 14 8] (BSO 

I) 3-v"7* S-n-y^u tVbff 

KiS0y 3 X*'&t>tltz6-*^/l^X t°P (4H-3, My/^ 
*i^V-4,4'-fc°-<y S^V)-2(1H)-*^ h y 7fr*u 
ft»4fi (l.Og) S^D^fn^M;^ (0.43g) 

K (10ml) IgljHJffii^, ^jfi 
T\ Mlxf^r?^ (0.92ml) SrSPX-T/U^^SCflt 

T\ eo^^Tie^m^L/io *iSfxf/u 
^hy ^AfcTttflSLfco jftSUfiK «K«rJteT«*L 

f*u mk*?-^^-*? (5%) tcir^mL, 

N'-O-VTAn-^D 5vU-;* b°n (4H-3, 

4'-fcV<y » -2 (1H) -;*->- (0.67 
g, iR^ : 77%) £*#fc 0 

[0 14 9] Mass (EI) m/z : 299(M*). - 
1 H-NMR (CDCh ) 6:1. 80-2. 00 (m, 2H) , 2. 00-2. 22 (m, 4 
H), 2. 31 (s, 3H), 2. 46 (t, J=6. 6Hz, 2H) , 2. 57 (t, J=6. 6H 
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z,2H), 6. 77 (d, J=8. 1Hz, 1H) , 6. 96 (s, 1H), 7. 03 (d, J=8. 
1Hz, 1H), 8.97(s, 1H). 

[ 0 1 5 0 ] 2) mM\^m<o~ v y 7^toBi* 

N'-(3-'>7y-n-/n tW)-6-^ ^7W* t°n (4H-3, 
^✓**-9-^^»4 f 4 f -tT^y i>V)-2(lH)-^-^ (0.67 
g) Ofh7tKn77V (10ml) i&fKK:*^ T/W=f 
>%m.T. 1. OM-Tk^fbT/l^ > — !i f - # A<£>:r b 7 
tKu77« (6.8ml) SriBT U U3f*S«#L 
ifl#Jtf>«3g£l0%*»{fc^ h y ^A^KSffitcT^a 
10 U T*>b\ZXm%llstz 0 mm^tert-zf^^ is* 
-7$*-b (0.6g) *rlo*JWK:T lttBMWLfc. K 

— fcftu t&te^uv-;* ^y— a- (5%) *ga^£ 

LTN*-(4~(N-tert-:/ h ^/U/tf—ZU) T 5: S-n-Zf*?- 
A-)-6-^ ^vU-* t°n (4H-3, l-^Vi/^-^ri^^^-4, 4' - 
txy -2 (1H) (0.64g, iR^s : 70%) 

r *^7 r ;* t Ltifco 

20 [0151] Mass (EI) m/z : 403 (M* ). 

1 H-NMR (CDCI3 ) 8 :1.44(s,9H), 2. 05-2. 15 (m, 4H) , 2. 
30 (s, 3H), 2. 40-2. 50 (m, 2H) , 2. 52-2. 65 (m, 2H) , 2.80- 
2. 90(m,2H), 3. 10-3. 20 (m, 2H) , 5. 30 (bs, 1H), 6.72 (d- 
like, J=7. 8Hz, 1H), 6.98 (s-like, 1H), 7.03 (d-like,J 
=7.8Hz, 1H), 8. 33 (bs, 1H) 0 
[0 15 2] N-tert-Zf h^^/l'^^/l/ft: (0. 64g) CO 

mfctf-uis (2mi) mmiz^uT. bvy/^^mm 

(lml) SrJP*.2«FlB«l$Lfco S***vloi— ■^frJp 

30 ifz<DX\ ^ ^/-/K:tjlSi:til: h/^y^o 

[0153] Mass (EI) m/z : 303 (NT ). 

[0154] £t& ftln 3-<yXr ^ Vr^mfc 

[0155] 
[ft2 3] 



40 




[0156] 1) ^yxr^y K# 

3-7;/^y^7;^-;l/ (1. 17g) (7)JS{b^^l^> 
(20ml) -7h7t KD77^ (20ml) Mi-Otfta 

7fyxf;u7-;y (i.46mi) a^y^/^py K 

(1.16ml) Sr^OX., 15#flS|j*#Lfc 0 S^i-7K<t^n 
50 Sri/y Xtf^ttyJ*? n-v h^:7>f — f-ttU ^ p a 



( 17 ) 
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sfc/W*-**/ — )V (6%) gfflfetlt (3'-fc Ko* 
^f;V)^yX7-!i K (2.27g, JR* : 100%) Sr» 

[ 0 1 5 7 ] 1 H-NMR (CDCL ) 6 : 1. 77 (t, J=6. 1Hz, 1H), 
4. 72 (d, J=6. 1Hz, 2H), 7. 16 (d, J=7. 8Hz, 1H) , 7. 37 (t, J= 

7.8Hz, 1H), 7.45-7. 65 (m,4H), 7.69(s, 1H), 7.82(m, 1 

H) , 7. 87 (d, J=7. 8Hz, 2H) . 
[0 1 5 8] 2) ^yX7/U7t Kffc 

(3*-t Kp^^f/u)^yxr^y k (2. i6 g ) 

(60ml) **fc*SLlN "IMfc-^tfV (9.32 10 
g) 4rJP*.i6«FKI*i*Lfc. ^mm^y^ hteT«JJ 

^X7^U K (1.58g, JR3f&:74%) 
T#fc. 

[0159] Mass (FAB) m/z : 226 (M+H) + . 
1 H-NMR (CDC1 3 ) 8 : 7. 45-7. 70 (m, 5H) , 7. 90 (d, J=8. 5H 
z, 2H), 8. 00-8. 07(ra, 1H),8. 10-8. 16(m, 1H), 8. 27 (m, 1 
H), 9. 97 (s, 1H). 

[0 1 6 0] 3) ^^S»x^x^f/U* 
it^^/U frXTfrygE^n^^sU^^'r/U (0. 755g) <D"T 20 
h7t Vuyyl/ (5ml) S«fc«i&T* tt^y^^A 

(0. I76g) S:3»x.54MBaH^«, h y ^/^T $ > (0. 4 
6ml) SrJP*.204)-it«iLfco C^SlEfK(- (3*-*/U^ 
/U)^yX7^y K (0. 744g) <£>7^h^t Kp77> 

(4ml) »««:J«TL2«MIB«»Ufc. Rj£»^*t^ 

up+^UA-Ti? h > (3%) j$tU^£LT3-' <VXTS 30 
K-W ft^^vl^;*7VU (l.Og, iR* : ^4W) £6 

[0161] Mass (FAB) m/z : 296 (M+H) + . 
1 H-NMR (CDC1 3 ) 6 : 1.33(t, J=7. 1Hz, 3H), 4. 26(q, J=7. 
lHz,2H), 6.47(d, J=16. 1Hz, 1H) , 7. 30 (d, J=7. 8Hz, 1H) , 
7.38(t, J=7. 8Hz, 1H), 7. 45-7. 72 (m, 5H) , 7. 80-7. 95 (m, 4 
H). 

[ 0 1 6 2 ] 4) *M1t&b 
3-^yX7; K^&^^vW^t^ (0. 684g) cDv^ 
h^b Kp77> (40ml) jgfifclC^J&MT, 0. 85M-tK^ 40 
it-T b V V^Tkmifc (13ml) S:lPx.l7l*IBH«*«, Ml- 
50°C^T8B#P^*^L/c o SJSifi:*<!r^pp^^?r 
Anx.-C#fi$U 7KSS:*tti6*^TpH2 £ U ^dp^U 

0 > *H{k^« (0. 103g, IR* : 17%) *SfeHft:i: L * 
[0 16 3] Mass (FAB) m/z : 268 (M+H) * . 50 



1 H-NMR (DMSO-de ) 5 : 6. 45 (d, J=16. 0Hz, 1H) , 7. 35-7. 7 
0(m,6H), 7.81(d, J=8. 0Hz, 1H), 7. 96 (d, J=7. 0Hz, 2H) , 
8. 04 (s, 1H), 10. 32 (s, 1H). 
[0164] JKig0Ul2 3-(N-7 ;V~fc =l;V) 7 * 

[0 16 5] 
Mb2 4] 



HOX 




H 



X) 



[0 16 6] 1) -<>"if >-J*/l^^S Kf*c 
SSat^JUCOl) tl^^*fe(ClTN-(3-fc KD^^f/V 

[0 16 7] 'H-NMR (CDCI3 ) 6 : 1.80(m, 1H), 4.55-4. 
65(m,2H), 6. 78 (s, 1H), 6. 99 (d, J=7. 6Hz, 1H) , 7. 06 (s, 1 
H), 7. 10 (d, J=7. 6Hz, 1H), 7. 23 (t, J=7. 6Hz, 1H) , 7.43 
(t, J=7. 3Hz, 2H) , 7. 53 (t, J=7. 3Hz, 1H) , 7. 77 (d, J=7. 3H 
z, 2H). 

[0 16 8] 2) ^yX7/Uft Kffc 

Ka&«!iii(^2) t \mm<Djjmz.xN-(3-*/\s * jvy^^v) 

[0169] Mass (FAB) m/z : 262 (M+H) * . 
1 H-NMR (CDCI3 ) 8 : 6. 91 (ra, 1H), 7. 35-7. 50 (m, 2H) , 7. 
50-7. 60 (ra, 2H) , 7. 60-7. 67 (m, 1H) , 7. 75-7. 85 (m, 2H) , 
9. 92 (s, 1H). 

[0 1 7 0] 3) ^£^5vl^*7vW* 

[0171] Mass (FAB) m/z : 332 (M+H) \ 
'H-NMR (CDCI3 ) 8 : 1.33(t, J=7. 1Hz, 3H), 4. 25(q,J=7. 
lHz,2H), 6. 35 (d, J=16. 1Hz, 1H), 6. 55 (s, 1H), 7.05-7.1 
0(m, 1H), 7. 15-7. 32 (m, 3H), 7. 44 (t, J=7. 3Hz, 2H) , 7.50 
-7. 60 (m, 2H) , 7. 76 (d, J=7. 3Hz, 2H) . 

[ 0 1 7 2 ] 4) mmik&vo 

int. 

[0173] Mass (FAB) m/z : 304 (M+H) + . 
' H-NMR (DMSO-de ) 5 : 6. 34 (d, J=16. 1Hz, 1H) , 7. 07-7. 1 
5 (m, 1H) , 7. 25 (d, J=7. 8Hz, 1H) , 7. 28 (s, 1H) , 7. 36 (d, J= 
7. 8Hz, 1H), 7.44(d, J=16. 1Hz, 1H), 7. 50-7. 65 (m, 3H) , 
7. 77 (d, J=7. 1Hz, 2H). 

[0 17 4] «igflaji3 i-y ^-)VJr**/>r4 \ 

[0175] 
[ft2 5] 



H0 2 C 




[0 17 6] 1) * 4 fls^^y-flsfo 
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3-7 ^J* ^yX7/Ur t: KSrffl^T, ^^11^)3) 

[0 17 7] Mass (FAB) ra/z : 269(M+H)\ 
1 H-NMR (CDC1 3 ) 8 : 1. 32 (t, J=7. 0Hz, 3H) , 4. 25 (q, J=7. 
OHz, 2H) , 6. 37 (d, J=16. 1Hz, 1H) , 6. 97-7. 20 (m, 5H) , 7. 2 
0-7. 30 (m, 1H) , 7. 30-7. 45 (m, 3H) , 7. 61 (d, J=16. 1Hz, 1 
H). 

[oi78]2) mmik^yo 

[0179] Mass (FAB) ra/z : 241 (M+H) + . 
1 H-NMR (CDC1 3 ) 8 : 6. 38 (d, J=16. 2Hz, 1H) , 7. 00~7. 10 
(m, 3H), 7. 10-7. 20(m,2H), 7. 25-7. 30 (m, 1H) , 7.33-7.4 
0(m, 3H), 7. 72 (d, J=16. 2Hz, 1H). 

[0 18 0] 8gat#J14 3-^>^t^^^^j 



[0181] 
Ut2 6] 



H0 o C 



no 



[0 18 2] D^r>fA8xf;n^f^ 

[0183] 1 H-NMR (CDCI3 ) 6 : 1. 33 (t, J=7. 1Hz, 3H) , 
4. 26 (q, J=7. 1Hz, 2H) , 5. 08(s, 2H), 6. 40 (d, J=16. 1Hz, 1 

H) , 6. 95-7. 05 (m, 1H) , 7. 10-7. 20 (m, 2H) , 7. 23-7. 50 (m, 

6H), 7. 63 (d, J=16. 1Hz, 1H). 

[ 0 1 8 4 ] 2) mmit^m 

[0185] Mass (FAB) ra/z : 255(M+H) + . 
'H-NMR (CDCI3 ) 8 : 5. 09(s,2H), 6. 42 (d, J=15. 8Hz, 1 
H), 7. 00-7. 10 (m, 1H), 7. 12-7. 20 (ra, 2H) , 7. 26-7. 48 (m, 
6H), 7. 75 (d, J=15. 8Hz, 1H). 

[0 18 6] K5S0B15 trans-3-(2-^^^/Wl, 3-^<V 

y itjr* y — yi-~5 — r ^) r 9 v 

[0187] 
[ft 2 7] 



20 



30 



40 



[0 18 8] 1) 4-*/l" ^;W2-7x^;Wi,3-^y/ *J 
2 f 3-t*fc KP^^yXT/l^rt K (0. 501g) Ot°y v> 50 
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> (5ml) Sffi{C^fflTt?^<V-tf/U^ a y K (a, a-v* 
^DPf;I/xy) (1.39ml) SrJPx. 100^"C6. 5 B#RI] 

^JBSr^fc^irl. OIHJttK*. h y 

V-ft^^/P (15%) gtH®ttt4-^^/W2-7 
oi^/U-1, Z-^^VJJr^V—fr (0. 366g, IR^ : 45 
%) Sr#fc 0 

[0 18 9] Mass (ESI) m/z : 227(M+H)\ 
1 H-NMR (CDC1 3 ) 5 : 6. 95 (t, J=7. 8Hz, 1H) , 7. 05 (d, J=7. 
8Hz, lH) f 7. 13 (s, 1H), 7. 32 (d, J=7. 8Hz, 1H) , 7.40-7.50 
(m, 3H) , 7. 55-7. 65 (m, 2H) , 10. 17 (s, 1H) . 
[ 0 1 9 0 ] 2) MMbfrfe- 

T SEatfliJl 1 <D3) £ ra«<7>*jfe-t?trans-3- (2-!7 ^ - 

3— < v :/ ^ y -;w5-^ /v-) r ^ y /^s^ ^vi^ ^ -r 

^£liX^89%T~6£@f££ LTflto 

[0191] Mass (FAB) m/z : 297(M+H)\ 
1 H-NMR (CDC1 3 ) 8 : 1. 37 (t, J=7. 3Hz, 3H) , 4. 24 (q, J=7. 
3Hz, 2H), 6. 64 (d, J=16. 1Hz, 1H), 6. 80-6. 90 (m, 2H) , 6.9 
0-7. 00 (ra, 1H) , 7. 38-7. 52 (m, 3H) , 7. 54-7. 62 (m, 2H) , 7. 
63 (d, J=16. 1Hz, 1H). 
[0 192] ~<DT? ]) Jl&^^Jl'^XTA'&WkfaU 

Srl4%OlR^T^#fc 0 

[0 19 3] Mass (EI) m/z : 268 (Iff). 
1 H-NMR (CDCI3 ) 8 : 6. 66 (d, J=15. 8Hz, 1H), 6. 84-7. 00 
(m, 3H) , 7. 07 (s, 1H) , 7. 38-7. 52 (m, 3H) , 7. 55-7. 65 (m, 2 
H), 7. 74 (d, J= 15.8Hz, 1H). 

[0 19 4] Wt&ffllG trans-3-(2-y ^^/L--4H-1, 3- 
^OW** V-6--T JV)T9 V/l>8£ 
[0 19 5] 
[ffc2 8] 




[0 19 6] 1) 5-t: ji~/W-4H-1, 

3-e KDdfv/7^;^i7kt) (0. 953g) WrF7t Kn 
:7^V (20ml) »ffitC % O^tCTTK^tT/W^^^Ay 
(0.45 g ) &&*\zM7L. m&{z.X209rmW&^ 7 
ot:^T4.5i$rai*#Lfc 0 o'CfciPT* s^fSt-ft** 

i^L*j&fcT205M*« i U 2. OM-BS^tK (25ml) , ft 
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Tf^LftitSCtlci 02,3-b*;*(fc Ko*^f 
(Agric. Biol. Chem. , 1987, 51 (4), 1 
121) (0. 702g, IR* : 78%) £#*: 0 
[0 19 7] Mass (EI) ra/z : 154 (M + ). 
1 H-NMR (CDCls ) 8 : 4. 66 (s, 2H), 4. 79 (s, 2H), 6. 75 (d, 
J=8. 0Hz, 1H) , 6. 86 (d, J=8. 0Hz, 1H) , 7. 08 (t, J=8. 0Hz, 1 
H). 

[0 1 9 8] 2, 3-fcr*(fc Ko*^9vl07*y — ;\,t 
n y K£/fl^T«jg0i]15a>l) t lfittii<D*&»c: 
T5-h Kd^tW ^W2-^^^/U-4H-l, 3— < Wv ? ;*- 
*1^:/£iR*28%T*6fe@#i: it#fc. 

[0199] Mass (EI) ra/z : 242 (M + ). 
1 H-NMR (CDCls ) 8 : 1.61(t, J=5. 9Hz, 1H), 4. 59(d,J=5. 
9Hz, 2H), 5. 12 (d, J=15. 1Hz, 1H), 5. 24 (d, J=15. 1Hz, 1H) , 

5.98(s, 1H), 6. 92 (d, J=8. 3Hz, 1H), 6. 97 (d, J=8. 3Hz, 1 
H) , 7. 19 (t, J=8. 3Hz, 1H) , 7. 35-7. 50 (ra, 3H) , 7. 55-7. 65 
(m, 2H) . 

[0 2 0 0] 2) 5-^/W^/W2-^in^i/W-4H-l, 3-^^y 

5-t Ko^rW y /U-4H- 1 , 3-^0- ^ v^^f- 

(0.256g) ^{fc^^l-V (25ml) igffcfcl* SIT 
HlMfc-^tf^ (1.426g) fcJP*., 4B*HHtJ*Lfc. * 

(0.229g, iR^ : 90%) ^SfeBftiL 

[0 2 0 1] Mass (EI) m/z : 268 (If ). 
1 H-NMR (CDCla) 6 : 5. 42(d, J=17. 1Hz, 1H), 5. 48(d,J=l 
7. 1Hz, 1H), 5.99(s, 1H),7. 22 (d, J=8. 0Hz, 1H) , 7.38-7.5 
5(m,7H), 10. 02 (s, 1H). 

[ 0 2 0 2 ] 3) mMik&Vo 

* JV-2- 7 m ^ 1 , 3— < V^/voj-^r-tf-^Srffl 
V ^ XWk&M 1 03) £ [Wl^C0*-&Ttrans-3- (2-7 * 
4H- 1 , 3--< >- ✓ v>^- ^ >-6— f /l/)7^y ;l/8xf/i/x ^ 

[0 2 0 3] Mass (EI) m/z : 309(M*). 

1 H-NMR (CDCI3 ) 8 : 1. 34 (t, J=7. 1Hz, 3H) , 4. 27 (q, J=7. 

lHz,2H), 5. 17 (d, J=14.9Hz, 1H), 5. 27 (d, J=14. 1Hz, 1H) , 
5. 97 (s, 1H), 6. 37 (d, J=15. 9Hz, 1H), 6. 95-7. 05 (ra, 1H) , 
7. 18-7. 30 (m, 2H) , 7. 37-7. 50 (m, 3H) , 7. 55-7. 67 (m, 3 

H). 

[0 2 0 4] Z<DT? y /^m^/^^T/^m^ffUl 

[0 2 0 5] Mass (EI) m/z : 282 (If). 
'H-NMR (CDCh ) 5 : 5. 19 (d, J=14. 9Hz, 1H), 5. 3l(d,J=l 
4. 9Hz, 1H), 6. 02 (s, 1H),6. 40 (d, J=15. 9Hz, 1H) , 6. 99 (d, 
J=7. 8Hz, 1H) , 7. 20-7. 35 (m, 2H) , 7. 37-7. 50 (ra, 3H) , 7. 6 
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5-7. 75 (m, 3H). 
[0 2 0 6] SSag0>J17 trans-3- (^ 7 ,v)T 9 

[0 2 0 7] 
[fe2 9] 




10 [ 0 2 0 8 ] 1) trans-3- (■*- 7 h- W }V)T# V /UR^ 

1-1-7 hT^ft KS:fflv^"C»3fi«ll03)ira«<^*ft 
{CT trans-3- (-^^ F-H;i/)r^ y/^^.^^^^ 

[0 2 0 9] 1 H-NMR (CDC1 3 ) 6 : 1. 37 (t, J=7. 0Hz, 3H) , 
4. 31 (q, J=7. 0Hz, 2H), 6. 52 (d, J=15. 8Hz, 1H) , 7.45-7.7 
0(m,3H), 7. 74 (d, J=7. 0Hz, 1H), 7. 87 (t, J=7. 6Hz, 2H) , 
8. 19 (d, J=8. 2Hz, 1H), 8. 51 (d, J=15. 8Hz, 1H) . 

[ 0 2 1 0 ] 2) mm<k&%> 
mik&w&um20%xmz o 

[ 0 2 1 1 ] 1 H-NMR (CDC1 3 ) 6 : 6. 57 (d, J=15. 9Hz, 1 
H) , 7. 47-7. 65 (m, 3H) , 7. 81 (d, J=7. 1Hz, 1H) , 7. 89 (d, J= 
7. 8Hz, 1H) , 7. 92 (d, J=8. 3Hz, 1H) , 8. 21 (d, J=8. 3Hz, 1H) , 

8. 65 (d, J=15. 9Hz, 1H). 

[0 2 12] 8^#J18 4-^<>^>fjU^AWt 
[0 2 13] 
[fk3 0] 



30 




o 



[0 2 14] 1) ^yxr/uft K{* 
4-^f/^y/7x/y (lOg) (Dmmt^m (400ml) 

»«i:N-^B*3A^8-f 5: k (13. 6 g ) tmrnmoa, 

fco »«Etf>BlFR (50ml) tfc (50ml) jgfjfclC^n h a fc? 
V (^^I^^UVX F7^) (10. 5g) ^Qit2 

jT-is^kfc&mx-xftm^ rnmrntmykwat'* h v 

n— ^^-ft^^vw (9%) jgW^t LT4--0-:/ 
^MyX7;vft K (8.53g, (X*:80%) Srf#fc 0 
[ 0 2 1 5 ] 1 H-NMR (CDCI3 ) 5 : 7. 53 (t, J=7. 9Hz, 2H) , 
7.65(t, J=7.9Hz, 1H), 7. 81 (d, J=7. 9Hz, 2H) , 7.94(d,J= 
8. 3Hz, 2H), 8. 01 (d, J=8. 3Hz, 2H), 10. 15 (s, 1H) . 
[ 0 2 1 6 ] 2) TfV X"r;l>fc 

50 wm&iiKDz) kmmco^m^xT^ y mkl^^^^t 



37 

[ 0 2 1 7 ] 1 H-NMR (CDC1 3 ) 5 : 1. 36 (t, J=7. 3Hz, 3H) , 
4. 29 (q, J=7.3Hz,2H), 6. 54(d, J=16. 1Hz, 1H), 7.50(d,J 
=7. 9Hz, 2H) , 7. 59 (t, J=7. 9Hz, 1H) , 7. 63 (d, J=7. 9Hz, 2 
H), 7.73(d, J=16. 1Hz, 1H), 7. 80 (d, J=8. 3Hz, 2H) , 7.82 
(d, J=8. 3Hz, 2H) . 
[ 0 2 1 8 ] 3) mMit&V?) 

»ig0yii<zM) t n«o*ft^rM»)»t5 r. £ I- J: 9 

[0 2 19] Mass (EI) ra/z : 252 (Bf). 
1 H-NMR (CDCI3 ) 6 : 6. 54 (d, J=16. 0Hz, 1H) , 7. 45-7. 70 
(m, 5H), 7. 73 (d, J=16. OHz, 1H), 7. 75-7. 85 (m, 4H) . 

[0 2 2 0] Kag0yi9 5-^^2-7^^/1^1,3-^ 
If;/— /M-^yW^yK 

[0 2 2 1] 

[ft3l] 




[0 2 2 2] 1) 5-^f/U-2-7x^l,3-t^rf/- 

(4S, 5S)-v>fc Kn-5-^ f/l^2-7 i^H, 3-^"^^^ 
— (0. 308g) OE9^{b 
j^fjf (1.54ml) -Tirh—hy/l' (2.31ml) -b o y>>y 

(2.31ml) *»|^tlT, l,8-^7ffV^ p[5.4.0] 
r^yf^-T-xy (0.84ml) ^Dx. 3 ttNHKff* bfc Q » 

3vU (25%) TigfctiU 5-^^/W2-7oi^/W-l,3-^^r 

i^v r —/i^4-^;/W2K^K^ j f-/uji^T-/u (0. 043g, iR 

*:14%) SrSfeBfci LT#fc 0 

[0 2 2 3] 1 H-NMR (CDC1 3 ) 6 : 2. 71(s,3H), 3.94(s, 
3H) , 7. 40-7. 50 (m, 3H) , 8. 00-8. 15 (m, 2H) . 

[0 2 2 4] 2) mMit&W) 
5- * ^vU-2- 7 31 ^/U- 1 , 3-^" * if 2/ — ;U-4- ^;u#y» 
^ ^Aoc^-tvU (0. 043g) Ox h 7 t Ko7?y (2.7m 

1) IWi:fflT» 0. 87M-*®Hfc-f- h V VJ*7kmm (0.8 
5ml) SrJPx.24l*IBaii*Ufco *^T\ ^op^AS: 
^JPX-> l.OMHfigfckUlTpHSt U 5EfC*«rJPx.T^?SL 

fc. IBSiJft. «IET^*«S:9±Lft*-t-SrfcK ( t 

9, mmit^m (o.o4o g , ir*:3£*w) ^efes^t 
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[0 2 2 5] »ag«|20 5-* f^2-^f y /Wl, 3-a|-* 

[0 2 2 6] 
[fe3 2] 

[0 2 2 7] 1) N-yyt^-Y ;WL-^ i/t=y* 

10 L-^u^r=.>- *^?v^^>vmm& (3. i5 g ) <omit* 

^ t-y (90ml) mmmiZ.^ h y ^f/UT ^ V (5. 69ml) 

s^yyt^/^oy k (3.4i g ) ^ox^xmm, 2 

fo*, **«fc»"^hy^At»iej|»Lfc. SET 

7>fH:#U ^DD^/vis-rtby (20%) TSfcH 
N-iyy-^^e-r /wl-^ u^-^v^ ^/^^^/u (4.3 

Og, JR*:88%) SrSfeH#i: LT#fc 0 
20 [0 2 2 8] 'H-NMR (CDC1, ) 5 : 1. 27 (d, J=6. 3Hz, 3H) , 
2. 14 (d, J=4. 6Hz, 1H) , 3. 80 (s, 3H) , 4. 35-4. 50 (m, 1H) , 
4. 77 (dd, J=8. 8, 2. 5Hz, 1H) , 6. 41 (bd, J=8. 8Hz, 1H) , 6. 
51 (d, J=15. 6Hz, 1H) , 7. 35-7. 50 (m, 3H) , 7. 50-7. 60 (m, 2 
H), 7.67(d, J=15.6Hz, 1H). 

[0 2 2 9] 2) 2-^^y^-i,3-^^r-y-^-/^ 
±X*'&htltzN-i'>-f*:'(/l'fc (3. 086g) (D^t^^i^ 

> (180ml) **tefi»T"Cl, 1, 1- h y * (r-trh^riy) 
-1,1-v^t KP-l,2--<yX3-K^y/H (ih)-^>- 
(x*-e — ^> ^3-v/ty) (5.96g) «r*n;t. 
30 lBSffl»#Lfc 0 SEtd, x*-^— ^yU3— i^-y 
(1.63g) &mx.0. 5 0#^tS^Lfc o ^F»*S:-fe9>r h 

ktwsiju *«tte h y 

B*Lfc. Wfelxfea* (4.39g) tt, »Kt5wt4 
< ^K/fctcfflv^ hy7x^.;^^7^y (12.28 
g) olfk^fyy (360mi) Kffttia-ea^Ji (11.8 

5g) thyxf/VT>y (13ml) ^JD^T10^Pp^«^L 
(60ml) *«l^3inATL 5«F[B!«*Lfco S^(-^^ 

ML. n-^^r-y-^-g^^^^ (30%) T^tUL, 5-;* 
y 3-^-^ri^^— ;M-^;u#yl^ ^ 
- /Uac^^/U (2.32g, IR*:81%) 

50 [0 2 3 0] Mass (FAB) m/z : 244 (M+H)^ . 
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■ H-NMR (CDCh ) 5 :2.67(s,3H), 3.92(s, 3H), 6.88(d, 
J=16.4Hz, 1H), 7. 30-7. 45 (m, 3H) , 7. 47-7. 60 (m, 2H) , 7. 
52 (d, J=16. 4Hz, 1H). 

[ 0 2 3 1 ] 3) mmik&m 

m^mi9(D2)(D^m^x m^m~t^> n £ ^ £ ?> , urn 

[0 2 3 2] 1 H-NMR (CDCh) 6 : 2. 71 (s, 3H), 6. 96(d, 
J=16. 3Hz, 1H) , 7. 30-7. 50 (m, 3H) 7. 50-7. 65 (m, 3H) . 

[0233] mmffm ^-2— r y^n^w, 

[0 2 3 4] 
[ft3 3] 




[0 2 3 5] 1)N-^ 2 9 n-f U^^^ 

ny K£rffl^T, M^20cOl) (D^mZ-XN-* ? ? u ^ 

[0 2 3 6] 1 H-NMR (CDC1 3 ) 5 : 1. 23 (d, J=6. 4Hz, 3H) , 
2. 00 (s, 3H), 2. 35 (d, J=4. 9Hz, 1H) , 3. 78(s, 3H), 4.30- 

4. 45 (m, 1H) , 4. 65 (dd, J=8. 8, 2. 5Hz, 1H) , 5. 41 (s-lik 

e, 1H) , 5. 80 (s, 1H) , 6. 50-6. 65 (m, 1H) . 
[0 2 3 7] 2) W y^u-^A-'-l, 3-^"=^^^— )Vfc 

S3g^j20<7)2) i: ^*S(CT5-^ ^vU-2— f V^u^ 

i|X^70%-C#7t o 

[0 2 3 8] Mass (FAB) ra/z : 182 (M+H)* . 
1 H-NMR (CDCh) 6 : 2. 17 (s, 3H), 2. 64 (s, 3H), 3. 91 (s, 
3H), 5. 41 (s, 1H), 5. 94 (s, 1H). 

[0 2 3 9]3) mmw&m 

[0 2 4 0] 1 H-NMR (CDCh) 6 : 2. 17(s,3H), 2. 66 (s, 
3H), 5.43 (s-like, 1H), 5.96 (s-like, 1H), 10. 0(m, 1 
H). 

[0 2 4 1] §^#J22 ^VU-5-;* 

[0 2 4 2] 
[ft3 4] 




[0 2 4 3] 1) N--<y ^/l/^^^Ttf l/t^ 

7t^^ o y k££^t, mmm20(D\) tmm<Djj& 
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* tvu ^K^i 00% xmtz 0 

[0 2 44] Mass (FAB) ra/z : 282 (M+H) \ 
1 H-NMR (CDC1 3 ) 6:1.21 (d, J=6. 3Hz, 3H) , 2. 10-2. 20 
(m, 1H) , 3. 78 (s, 3H) , 4. 05 (ABq, J=19. 8, 15. 4Hz, 2H) , 
4. 32-4. 45 (m, 1H) , 4. 55-4. 70 (m, 3H) , 7. 20-7. 40 (m, 6H) . 

[0 2 4 5] 2) 2-^>i^/V^^^^^jV-\ i 3-^r^^--/ 

§^0ij2O<£>2) (Djumz X <9 2— is/VJr* i,* 

10 S:lR*93%-e#fc 0 

[0 2 4 6] 1 H-NMR (CDC1 3 ) 6 :2.62(s,3H), 3.90(s, 
3H), 4. 58(s,2H), 4.60(s,2H), 7. 25-7. 40 (m, 5H) . 

[ 0 2 4 7 ] 3) mmvc^m 

Wfk$m<n?) t mmnxmzxmykfrMirzz. ticx 

[0 2 4 8] 'H-NMR (CDC1 3 ) 8 : 2. 65(s,3H), 4. 60(s, 
2H), 4.62(s,2H), 7. 25-7. 45 (m, 5H) . 
[0 2 4 9] Mit^J23 2- (3-^ x^;U) ^ ]) ;W5-^ 

20 [0 2 5 0] 
[fc3 5] 

H0 2 C N ^"A 

[0 2 5 1] 1) N-(3-^^^/l-) i/^^^^/U-L-^ l/^J- 

L-^U^-^V ^^/U^^^yWtfi^lg (0. 509g) , 3-^ 
30 ^r^U^&K (0.672g) Wl-t Ko^y/hy 
T^—fr (0. 406g) ON,N-^^fWM7; K (10m 
1) SffiK, Y])^J^T^> (0.502ml) RXfl-^sl' 
-3-(3-v^ f;U7 ^ J fcVw) ^/U^iM S Kttlfctt 

(o.69 g ) **o^. 23«FBBflM*L*io Rfcrnzfrtrnm 

Hai^-^j: 9SJIS*1-*r ^MJ; 9, N-(3-^^^/u)^> 

40 >^^^/P-L-^ U^^V > ^/U^n^-yvl. (0. 804g) £r 
— (5%) t^at^riCct^ JEfc* 0.181g#, 

[0 2 5 2] Mass (FAB) ra/z : 340 (M+H) \ 
5 H-NMR (CDCI3 ) 5 : l. 28 (d, J=6. 3Hz, 3H) , 2. 20 (d, J=4. 
9Hz, 1H), 3. 79 (s, 3H), 4. 37-4. 46 (m, 1H) , 4.78 (dd, J= 
8. 8, 2. 5Hz, 1H), 6. 44 (d, J=8. 8Hz, lH), 6. 58 (d, J=15. 7H 
50 z, lH), 7. 34-7. 52 (m, 5H) , 7. 56-7. 61 (m, 3H) , 7. 71 (s, 1 
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H), 7. 73 (d, j=15. 7Hz, 1H). 
[0 2 5 3] 2) 2"(3-^zn^/U)X^-y /U-5-^^/Wl,3 

N-(3-7:n:=Vl<) ^yf^e>f;WL-^ U^-- > ^ ^vU:n;* 
(0.913g) (Dmt^^U> (40ml) SIT 
"CI, 1, 1-h V * (Tiz h*i/)-l f l-i^fc Ko-1,2- <V 
X3-K^y/U-3 (lH)-^->- (x*-"^— ^ -^a — 
v^V) (1.71g) SrJo*, 0. 5«fW»»L^ 0 

iWEi:wa«t h y * h y 

fc. »6*tfcaaES:i/!; ^y/^^A^n^ h^7-< 

-CftL, ^dd^-^/-^ (0.5%) Tigm 
U (S) -3-^-^r y-2- (3-7 ^ ^/U$/ ^E-T M 
<?A'=.X7A' (0.989g, : 

KiLT#fc 0 Fy7x^;^7>fy (2. 822g) <£>t£ 
fc^U^ (30ml) gSl^a-ea"?* (2.731g) th 
D^/ur^ > (3ml) Sr*P^T105>W««2LTIH*!L 
felt**:, Jbt#f)tifci»x^f/Mfc^ll©*fc^f 
U> (20ml) *»^lP*.n. 5«FBH»#Lfc. K/SS£f- 

fc-fr, h y *AKT«;JftU atS»J««£ETJil 

7>f— l^ttU n— ^r^^-mm^^ (25%) T^W 

«9 , 2-(3-7x~/b) y ;W5-^ 3-^-^r^^— 
;H^/^fyi^f/H^7/l' (0. 643g, ifc^P : 73 
%) *r8»nfeH#i UTWfc. 

[0 2 5 4] Mass (FAB) m/z : 320 (M+H) 4 . 
1 H-NMR (CDC1 3 ) 8 : 2. 68 (s, 3H) , 3. 93 (s, 3H), 6. 96 (d, 
J=16. 4Hz, 1H), 7. 36-7. 67 (m, 9H), 7. 70 (s, 1H). 

[ 0 2 5 5 ] 3) mmit^m 

Sit«i9<02) i: RI««)*»lc:TJp*»Wi- 5 zticX 
V, lR*94%t?«lftd«f*:»fc. 

[0 2 5 6] Mass (FAB) m/z : 306 (M+HV 
1 H-NMR (CDCh ) 6 : 2. 71(s,3H), 6. 94 (d, J=16. 3Hz, 1 
H), 7. 36-7. 65 (m, 9H) , 7. 73 (s, 1H) . 

[0 2 5 7] > V—fr-Z-tt/V 

[0 2 5 8] 
lit 3 6] 




[0 2 5 9] >- K— /U-2-&Jl>tf>t& (0.196 
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g) CDl,2-v^ h^v^^v (4.5ml) JgfSfC, ^h^^ 
^ ( h !) 7x^^77>f y)/<7 ^^^(0) (0.058 
g) , 0.22M-*^t^7y $J*7kmm (1.15ml) , 7x^ 
/^DVK (0. 098g) Wfh7 (n-^wry^^ 
K (0.026g) &*APx.x TyU=^^55flET24NFW 

SSL. *«Sr3EK»»3i^Hc:TttUJLfc. *f«£Jl£:^ 
h y ^ACteiltv WW«*JEETfc 
SKS:I*Lfc 0 SSSSrv^y ^^7^^0-7 h^7 
10 7/f — (CfrU ?Pn*M-^;-/l/ (20%) 

»»«u mmit&m (o.osig, is* : #920%) 

[0 2 6 0] Mass (FAB) m/z : 237 (M+HV . 

[0 2 6 1 ] »5g0*j25 3,4^7x^^4^ 

[0 2 6 2] 

[ft3 7] 



20 




[0 2 6 3] 1) 3, 4-i?y ^—frfr<< ^-/v^l^-t 

3,4-^7x^7x7-/1/ (0. 85g) <D\?})i?> (5m 

1) tK^TI* h y ^ ^ y^/i/^yt 

(0.696ml) »i4fl|rWLto SJC*^*, lN-ifi 

7^-fCfl-U n-^^r-y-V-it^^/U (9%) *g£t} 
U 3,4-^7x^7x^/1/ hy7;WtP>^^^ 
h (0.881g, JR*: 67%) «r«Jtfitt**i: L 

[0 2 6 4] 1 H-NMR (CDC1 3 ) 5 : 7. 06-7. 13 (m, 4H), 7. 
19-7. 27 (m, 7H) , 7. 32 (d, J=0. 7Hz, 1H) , 7. 47 (dd, J=8. 1, 
0. 7Hz, 1H). 

40 [0 2 6 5] £t<ff 2g3§«rffll\ 3,4-v?7x^7x^ 
Hl7/WtP^?^^/^-h (0. 876g) GON.N-v* 
^fW/I/A7; K (15ml) jgjfc^ rh7 (n-7^ 

;u)ry^^A^ny k (i.284 g ) , hy 

(0.97g), y /W^7 ^/Uji^-t^/U (2.08ml) X 

t/SI/^v^W (0. 052g) SrJp^, 85t:{CT16B#Pp1* 

y 5&^7^^ n-^ h^^7^— {C'H-L, n— ^-y-> 
50 -SK^f^ (9%) CTSttlL, 3,4-v ? 7x^/P>r/i' 
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femt^/^XT/ls (0. 437g, 4X^:60%) ^Mfe^ffa 
t Itftfc. 

[0 2 6 6] Mass (FAB) ra/z : 315 (M+H)* . 
'H-NMR (CDC1 3 ) 6 :3.82(s,3H), 6. 51 (d, J=16. 1Hz, 1 
H) , 7. 09-7. 17 (m, 4H) , 7. 18-7. 28 (ra, 7H) , 7. 45 (d, J=8. 5 
Hz, 1H), 7. 55-7. 60 (ra, 2H) , 7. 76 (d, J=16. 1Hz, 1H) . 

[ 0 2 6 7 ] 2) MHfr&K 

9, flX#97%-C*H{b^«*#yS: 0 

[0 2 6 8] Mass (FAB) m/z : 301 (M+H)* . 10 
1 H-NMR (CDCI3 ) 5 : 6. 52 (d, J-15. 9Hz, 1H) , 7. 01-7. 18 
(ra, 4H) , 7. 18-7. 28 (ra, 7H) , 7. 47 (d, J=8. 5Hz, 1H) , 7. 58- 
7.63(ra, 2H), 7. 86 (d, J=15. 9Hz, 1H). 

[0 2 6 9] »3£#J26 \-7^->V>r>(tm 

[0 2 7 0] 

[ft 3 8] 




[0 2 7 1 ] 1) 4-7 =.~/Ulrs( feWt^;\s^Xy L S\<'ifc 
is^^/ls T^^yts/W^M^^^^^y^^ (11. 2g) <£>-r h 
7t Kp77> (30ml) T /W=f ^««TJWt ^ 

5^ a (5. 2 g ) srJnx.*aKr5^nw»#Lfc. rtuc 

hyxf;L,r;y (7ml) &2W;tlO#m««2«L 4-7^ 
^MyX7/l/f t K (9. llg) (OTh7t Kn77> 

(20mi) »*«:5»iB-ejiiTufc. 3f*mmmik* IN-* 

^^j\sfrsC fctezL^/UoLXT/ls (8. 54g) Sr4ftSfc*£,II£ 

TjgfflU 5fe(-#^ixfc^ H B B i:^^-^^fi&tl (12.8lg) 

[0 2 7 2] Mass (FAB) m/z : 253(M+H)\ 
'H-NMR (CDCU) 6 : 1.35(t, J=7. 0Hz, 3H), 4. 27 (q, J=7. 
0Hz, 2H), 6. 46 (d, J=16. 1Hz, 1H) , 7. 35-7. 49 (m, 3H) , 7.5 
7-7. 68 (m, 6H) , 7. 71 (d, J=16. 1Hz, 1H) . 40 

[0273] 2) mmwL^m 

[0 2 7 4] 1 H-NMR (DMS0-d 6 ) 6 : 6. 56 (d, J=15. 9Hz, 1 
H), 7. 35-7. 52 (m, 3H) , 7. 63 (d, J=15. 9Hz, 1H) , 7.66-7.8 
3 (m, 6H) . 

[ 0 2 7 5 ] Sig0lj27 3-7*:~/Hr>r&» 
[0 2 7 6] 
Ut3 9] 

50 
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[0277] 1) a-^p^^^SK^f-^^T;^ 

[0 2 7 8] Mass (FAB) m/z : 255, 257(M+H)\ 
1 H-NMR (CDCI3 ) 5 : 1. 33 (t, J=7. 0Hz, 3H) , 4. 26 (q, J=7. 
0Hz, 2H) , 6. 42 (d, J=16. 1Hz, 1H) , 7. 25 (dd, J=8. 0, 7. 8H 
z, 1H) , 7. 43 (d, J=7. 8Hz, 1H) , 7. 50 (m, 1H) , 7. 59 (d, J=l 
6. 1Hz, 1H), 7. 66 (m, 1H). 

[ 0 2 7 9 ] 2) mM1k&%> 

fcM^'f'tV^T.T-jXs (2. 551g) 01,2-^ 
h*i/^#> (10ml) mm\Z y T/l^VMSET, zrh? 

(Ml7x^^7^y) ^v^-MO) (0.249 
g) , 5M-*Kffc# y (5ml) s 7*.~/Ut$v 

>m (i.2i9 g ) st/fh7 (n-^^yi-) t 

K (0. 332g) S:*Ox.T100 , ttCT15Bfra^L^:o 
^lN-JfilfokKTBtfti: U v^^/I^n— r/uSrio^T 

u SM^y^y/^7A^pvh^77^M 

J: imifeft L*Hffr^i» (1. 14g, IR*:50%) S:*J| 

[0 2 8 0] Mass (FAB) m/z : 224(M+H)\ 
1 H-NMR (DMSO-da) 8 : 6. 63 (d, J=15. 9Hz, 1H), 7.38 (d 
d, J=7. 3, 7. 1Hz, 1H) , 7. 44-7. 55 (m, 3H) , 7. 62-7. 75 (m, 5 
H), 7.94(s, 1H). 

[0 2 8 1 ] mmm2S 3- (4-7*^:7^ -AO 

[0 2 8 2] 

Ut4 0] 




[0 2 8 3] 1) 3-(4-^f/l/7x^)^yX7/I/7t 

(0.598g) Sttt-tfvl'^ /W:7 ^—/U/fc 
(0.524g) (Dfh7t KD77V (15ml) 

V) /^v^-MO) (0.081g) % j^ift^hy^A (1.854 
g) (DTK (9ml) MS^h^ (n-7 f f/H7y ; e=') 
^o; K (0. ll3g) S:Jp*.-cl4«FBian!Ra8IEUfc. £ 

ftftlfc. «3U«. »ET^»K«r«*L»aE«rS/y* 
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czn/}vW» (50%) |::«fc!>jgfcHU 3- (4-^/1^^ 
;l/)^yX'7^ft K (0.649g, IR^ : 94%) £*Sfe?fi 
#4fei: LT#fc„ 

[0 2 8 4] Mass (FAB) m/z : 197 (M+H) \ 
1 H-NMR (CDCls) 6 :2.4l(s,3H), 7.28(m,2H), 7. 52(m, 
2H), 7. 58 (m, 1H), 7. 80-7. 87 (m, 2H) , 8.08(m, 1H), 10.0 
8(s, 1H). 

[0 2 8 5] 2) ^tvy ^^/u)tr 4 a, 

^L^^rsvfc 10 

[0 2 8 6] Mass (FAB) m/z : 267 (M+H)* . 
'H-NMR (CDC1 3 ) 5 : 1.34(t, J=7. 1Hz, 3H), 2. 40(s, 3H), 

4. 27 (q, J=7. 1Hz, 2H) , 6. 49 (m, 1H) , 7. 26 (m, 2H) , 7. 40- 
7.62(m,5H), 7. 71 (m, 1H), 7. 73 (m, 1H). 

[0 2 8 7]3) JMMfr&» 

§^0!li9O2) t ra«<^*8fetcr2ni*»Wi-s r. ic <fc 

9, 16*80% "C*]H^«S:#fc 0 

[0 2 8 8] Mass (FAB) m/z : 237 (M+H) \ 20 
1 H-NMR (CDCI3 ) 6 :2.40(s, 3H), 6. 51 (d, J=16. 1Hz, 1 
H) , 7. 26(d, J=7.8Hz,2H),7. 40-7. 64(m,5H), 7. 73(s, 1 
H), 7. 84 (d, J=16. 1Hz, 1H). 

[0289] mmm9 3-(e°y ^-^/^^^j&mv 

[0 2 9 0] 
[ft4l] 



30 



[0 2 9 1] l)3-(t°y K-4— f;H^yX7^r t K{* 

4-^P^k°y^ *ft***fc*rfflv^ift«280i)i:ra 

[0 2 9 2] Mass (FAB) m/z : 184 (M+H) * . 
1 H-NMR (CDCh) 5 : 7. 55 (m, 2H) , 7. 68 (m, 1H), 7.89-7. 
98 (m, 2H), 8. 15 (m, 1H),8. 71 (m, 2H), 10. ll(s, 1H). 

[0 2 9 3] 2) 3-(b°y Y-l-4M*r<i#Mk=- s f-fl'=-* 

w^27<Di)<D&mc&9i&m8%-Tmeja#b its 40 

[0 2 9 4] Mass (FAB) m/z : 254 (M+H) \ 
1 H-NMR (CDCh ) 6 : 1. 35 (t, J=7. 1Hz, 3H) , 4. 28 (q, J=7. 
1Hz, 2H) , 6. 52 (m, 1H) , 7. 48-7. 56 (m, 3H) , 7. 55— 7. 68 
(m,2H), 7. 71 (m, 1H) , 7. 75(ro, 1H), 7. 77 (m, 1H), 8.68 
(m, 2H) . 

[ 0 2 9 5 ] 3) ftUQ&to 
3-(fc° y K-W ;M ^r^ SK^f ^t:/U (0. 423g) 
<D=rY=7yc Yuy^ls (16ml) jgjffiU:. tK (4ml) % ^ 
9 /—A> (3ml) XV^IMby^^A (0.042g) SrJO*. 50 




(0.429g, 5t*fft) «ffer^7 7^at#f: 0 

[0 2 9 6] Mass (FAB) m/z : 224(M~Li)\ 
1 H-NMR (DMS0-d«) 8 : 6. 52 (d, J=15. 9Hz, 1H) , 7. 19 (d, J 
= 15. 9Hz, 1H) , 7. 47 (dd, J=7. 9, 7. 5Hz, 1H) , 7. 56 (d, J=7. 
9Hz, 1H), 7. 67 (d, J=7.5Hz, 1H), 7. 73(m,2H), 8.30(m,l 
H), 8. 63 (m, 2H). 

[0 2 9 7] $Sig0ij3O 2-(N-tert-y h * 

[0 2 9 8] 
Ift4 2] 



I 



MsO 



[0 2 9 9] 2-(N-^ ^vu) T ^ / ^-9 J —)V (0. 535m 
1) &l>^-tert-:/3vU i/^-^-h (l.45g) CO^ 
F7t (10ml) S«fcl*iftT, hyxf^r 

(0.928ml) SrJp*l5«rBHl»Lfc. KitffiSr«JEE 

7 n-^lf^-BFlt^A' (50 o /o) 

^£ LT> 2-(N-tert-^ h^rv-^7/U7jfxi/WN-^^^)r 
^/^y^ (1. 18g, 5t4#j) Sr«fiffl«»tLr 
f#7*C ( ! H-NMR (CDC1 3 ) 6 :1.48(s,9H), 2.92(s,3H), 
3.40(m, 2H), 3. 75 (m, 2H) ) „ 
[0 3 0 0] »fetLfcN-tert-^b**>«C (1. 18g) <£> fc° 
(10ml) «»(C*^T, ^y^^nu 
K (0.625ml) 4:BTLfc. BKTSWSM, * 

n-^-y-^-mm^/i- (50%) fcT«fflLX»fr&» 
(1.10g, IR*:64%) S:ifi»«»iLt#fc„ 
[0 3 0 1 ] 1 H-NMR (CDCh) 6 : 1. 45-1. 47 (m, 9H) , 2. 

92-2. 95 (m, 3H) , 3. 00-3. 02 (m, 3H) , 3. 53-3. 59 (m, 2H) , 

4. 28-4. 34 (m, 2H) . 
[0 3 0 2] Mi£#J31 3-^^-y/UT^y > 
[0 3 0 3] 
[fc4 3] 




[0 3 0 4] 1) (3-^^y JV) ~ hP^yft 
y^^J* m Y^r-y K (2. 72g) <E>N, N-v?;* 

s k (loomi) mmmc T*vdt^%m. 

fvU fcX7fcSW?Wt*Zl'i?/l'='X J r/\' (4. 56g) (DN, N-v 5 
^/^/^7; K (20ml) *«Sr«TUl04>«i*L 
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fZo ^(Dfcfc*i&\Z3-~ h t K (3. 02g) 

^N-v^^f/V^T; K (20ml) mm*ffiTLs^.U 

ttfcaatsr v y * 9 ^ * * h ^ 9 ^ -t-tt 

U n-^^rif y-S^fuy (15%) (CT^ttiU (3 
-X^U/U) ^ho-<Vif^ (0.91g, Ifc^s : 20%) SrH 

[0 3 0 5] Mass (FAB) ra/z : 226 (M+H)* . 10 
1 H-NMR (CDCla ) 6 : 7. 14 (d, J=16. 3Hz, 1H) , 7. 25 (d, J=l 

6. 3Hz, 1H) , 7. 32-7. 34 (ra, 1H) , 7. 38-7. 42 (m, 2H) , 7. 50- 

7. 55 (m, 3H) , 7. 80 (d, J=8. 1Hz, 1H) , 8. 08-8. 12 (ra, 1H) , 

8. 37-8. 38 (m, 1H). 

[ o 3 o 6 ] 2) mmik&w 

(3-^^y h n-O-if > (0. 675g) <D * ? / — /U 

(360ml) SSfcfc«Wfc*X(II) (1.693g) SrJDx. 8 Bf 
JP}»a«Ufco «EETKj£«S:«*U IN-* 

>~mm^^ (25%) K-c*mu mmit^m (0.53 

g, iR*:9i%) «:JtftH*i: LT»fc. 

[0 3 0 7] Mass (ESI) m/z : 196(M+H)\ 
1 H-NMR (CDCI3 ) 6 : 6. 59-6. 62 (m, 1H) , 6. 85 (s, 1H) , 6. 
93 (m, 1H), 7. 01 (d, J=16. 4Hz, 1H), 7. 07 (d, J=16. 4Hz, 1 
H), 7. 15 (t, J=7. 8Hz, 1H), 7. 24-7. 27 (m, 1H) , 7.32-7.37 
(m, 2H), 7. 50 (d, J=7. 8Hz, 2H). 

[0 3 0 8] »!i£#ij32 2-(3-(N-^W>f;V)7^7 30 

[0 3 0 9] 
[ffc4 4] 
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K (0.77ml) SrfST L 1 R^mjJEtt Lfc c 

:7-f— fCftU ^nnTj^A-^y — /V (6%) 
4£j£ LT2-( (3-N-^y^^;V)7; y ^^^/W^^vU 
TVUn-yp ( 0 .73g, JR*:46%) SrfifeHffri: LT# 

[0 3 13] 1 H-NMR (CDC1 3 ) 6 : 2. 80(m,2H), 6.93(d, 
J=7. 6Hz, 1H) , 7. 18-7. 50 (m, 6H) , 7. 81 (d, J=8. 1Hz, 1H) , 
8. 32 (s, 1H). 
[ 0 3 1 4 ] 2) 

2-(3-(N^y^;U)T; J 7 =^ - ;VT /V ^ — )V 

(0. 58g) <Vt°Vi/lsmm (10ml) I-tR^T, * 9 V* 
/W*;x/1^ n y K (0. 233ml) ZMx. 1 Lfc G 

(0.58g, IR*:76%) SrSfeHfri: LT#*:. 
[0 3 15] 'H-NMR (CDCI3 ) 6 : 2. 89(s,3H), 3.08(m, 
2H), 4. 42 (m, 2H), 7. 01 (d, J=7. 8Hz, 1H) , 7. 25-7. 30 (m, 1 
H), 7. 43-7. 57 (m, 4H), 7. 63 (s, 1H) , 7. 85-7. 93 (m, 2H) , 
8. 00 (s, 1H). 

[0316] «jft0y33 2-(4-(N-<yyV/U)7; / 7 

[0 3 17] 
[ffc4 5] 



MsO 




[0310] 1) 2-(3-My^^)rs / 7x^/v) 

2-(3-^ h D7x^/l/)xf/UT;l,n- (2. 87g) <£>y 40 

(50ml) **(;il0%-/*9 (2.87 
g) SrJn*., l«BE**fiq5ETl4l*IB«i: 5 Ufc. 
Sr»8U», «K«rWETB*Lft*-*-Sri:lcJ;52-(3 
-7^/7x^)xf;U7^3-/U (2. 63g, ^fi^j) 

[ 0 3 1 1 ] 1 H-NMR (CDCI3 ) 5 : 2. 75 (m, 2H) , 3. 80 (m, 
2H), 6. 54(m,2H), 6. 60 (d, J=7. 6Hz, 1H) , f. 10 (m, 1H). 
[0312] 2-(3-T ^ ( /7xx;U)xf/l/7;Vn-;l, 

(o.9i g ) ot o y^v (lomi) ^(CTk^T, ^<>/^( 50 



MsO 




[0 3 18] 1) 2-(4-(N-^<^y-Y/U)r ^ / ^^^.yu) 

4-t s y ^ai^/ug^^^^/wji^^/w (2 g ) cot°y 

(20ml) *«^*?&T, ^/Woy K (1.42ml) 
SriSTLi. 5BMMB*Lfc. R/SSSJciN-Jfi^Tk, IHft 

rwftbfc. ats'ift, L4-(N-<v^>f/u)r 

^ J 7x=.yl/B»xf-;Ux^7 1 /l' (3. 28g, IR* : ^fi 

[ 0 3 1 9 ] 1 H-NMR (CDCL ) 6 : 1. 25 (t, J=7. 2Hz, 3H) , 
3. 62 (s, 2H), 4. 13 (q, J=7. 2Hz, 2H), 7. 27 (d, J=8. 8Hz, 2 

H), 7. 42-7. 62 (m, 5H) , 7. 85 (d, J=8. 8Hz, 2H) , 7. 94 (s, 1 

H). 

[0320] (i g ) cot- h7t Kd 

(10ml) ««^*»T, **{k^9*y^^A 
(0. 116g) S:*m;t41B#ra*#Lfco Hi^^tCTk^^nci 

(0. 76g, IR* : 89%) ^rSfeH^:^ LT#fc 0 
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[0 3 2 1 ] 1 H-NMR (CDC1 3 ) 8 : 2.87(m,2H), 3.86(m, 
2H), 7. 23-7. 26 (id, 2H) , 7. 47-7. 59 (ra, 5H) , 7. 81 (bs, 1 
H), 7. 86-7. 88 (m, 2H). 

[o 3 2 2]2) mmit&vo 

[0 3 2 3] 'H-NMR (CDC1, ) 8 :2.89(s,3H), 3.07(m, 
2H), 4.42(m,2H), 7.26(m,2H), 7. 45-7. 70 (m, 5H) , 7.81 
(s,2H), 7.85(s, 1H). 

[0 3 2 4] mmfflZ* 2-(2-(N-<y^^)7^7 

[0 3 2 5] 
[ft4 6] 



MsO 




10 



30 



[0 3 2 6] 1) 2-(2-(N-^y^^)7;/7x^) 

2-(2-r ^ j y ^^m^jvt ^^—jv-^m^xm^m 

32(7)1) £ |BJ«(7>*ffi{CT70%OlR*-e2-(2-(N-^ <y/^ 

[0 3 2 7] 1 H-NMR (CDC1, ) 8 : 2. 90(m,2H), 4. 02 (m, 
2H), 7. 12-7. 32(m,3H), 7. 44-7. 55 (m, 3H) , 7.96-7.98 
(m,3H), 9. 73 (s, 1H) . 

[ 0 3 2 8 ] 2) itmit&m 

mmm<D2) t m&<D#mzx»&fc&m&9o%<Dum 

-ceftHtti Ltftfc. 

[0 3 2 9] 1 H-NMR (CDC1 3 ) 6 : 2. 86(s,3H), 3. 10 (t, 
J=6. 4Hz, 2H), 4.47(t, J=6. 4Hz, 2H), 7. 22-7. 36 (m, 3H) , 
7. 48-7. 59 (m, 3H) , 7. 71 (d, J=8. OHz, 1H) , 7. 95 (d, J=7. 2H 
z, 2H),8. 14 (s, 1H). 

[0 3 3 0] $SiS0ij35 2-(3-(N-tert-y h ^tf/WsS 
— /U)T ^ / 7xx;l/)xf;> ^ ^ — h 

[0 3 3 1 ] 

[ft 4 7] 

H 



[0 3 3 2] 1) tert-y^vW N-(3-(2-fc Kn^v/xf 
/l-O^^xi/^);*//^^ — hffc 

2-(3-T * / 7x^/W^^7/l^^-;U (2.54g) <D*r 
h^t Ko77V (25ml) vWt-^/W — 

h (4.44g) £*n*L, 75 t C{CT22B#ra^L, £ 



40 



50 

x^A- (30%) iCTjgttiU tert-y^/UN-(3-(2-t K 
p i/xf yv) 7 xx;U) ^;W<y - h (3. 34g, IR* : 7 
6%) ^&feiftittmc 0 

[0 3 3 3] 1 H-NMR (CDC1 3 ) 6:1.51 (s, 9H) , 2. 81-2. 
84(m,2H), 3. 84 (m, 2H), 6. 58 (bs, 1H), 6. 90 (d, J=8. 4Hz, 1 
H), 7. 16-7. 27 (m, 2H), 7. 30 (bs, 1H). 

[ 0 3 3 4 ] 2) ^Mi^m 

fc. 

[0 3 3 5] 'H-NMR (CDCI3 ) 5 : L52(s,9H), 2.87(s, 
3H), 3.00-3.03(ra,2H), 4. 39-4. 42 (m, 2H) , 6. 57 (bs, 1 
H), 6.90(d, J=7. 2Hz, 1H), 7. 15-7. 29 (m, 2H) , 7.37(bs, 1 
H). 

[0 3 3 6] $^#J36 2- (3- (N-tert-^ h * v";*7 
xvl^T ^ / 7xx;|/)- n -7 P n tVu ^ ^ v;*/^^— h 
[0 3 3 7] 
[ft4 8] 

[0 3 3 8] 1) N-tert-:/ h /UtKxi^T n y \y 

3-xhn7x^S8 (3g) GDN,N-vM^ ;^1/A7^ 
K (60ml) *«fcaaT, $tm$V$J* (5.05g) 
3^f^f^ (1.13ml) SrJD*.19l*KU»i*Lfc« SJ£« 

r ^(^J: 9 2-(3-xi hD7x^)7 P Dt°tVixf;l.x 
^TVl' (0.493g, : 13%) SrifeMftt Lt#fc 

(' H-NMR (CDCI3 ) 8 : 1. 57 (d, J=7. 2Hz, 3H) , 3. 70 (s, 3 
H), 3. 83-3. 88 (m, 1H) , 7. 51 (t, J=8. OHz, 1H) , 7. 66 (d, J= 
8. OHz, 1H), 8. 12-8. 13 (m, 1H), 8. 19 (s, 1H) ) 0 

[0339] mmffl32<DD tmm<o^m^xmuat7tr 

5^ tic £ t)2- (3-T * y7xx/U)yD tftf-VRai^vl, 
xi^^/l^Srl8%<DllX^X#fc C H-NMR (CDCL ) 6 :1.4 
6 (d, J=7. 2Hz, 3H) , 3. 66 (s, 3H) , 6. 55-6. 58 (m, 1H) , 6. 62 
(m, 1H) , 6. 67 (d, J=8. OHz, 1H) , 7. 09 (t, J=8. OHz, 1 
H) ) 0 

[0 3 4 0] 7kift7;U^xr>^yf ^i^ (0. 04g) <D 

xh^t kd77v (imi) mmm^yk^T, 2-o-r 

^ /7i^)7 p d t^^xi^vWx^T^ (0. 075g) 

^7h7t Kd77> (2ml) gJKS:iOx.l. 

Lfco E*«K** lN-*BMfc-J- h y 9A*»«S:*p 

£ :i i: J; *9 2-(3-T * y 7xx;U)- n -7 p P tVUT/Un 
-A- (0.063g, Jfc* : 5£*ft) Sr*tfefttt*t LT#fc 
('H-NMR (CDCL) 6 : 1. 22 (d, J=7. 2Hz, 3H) , 2.80-2.86 
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(ra,lH), 3. 64 (d, J=6. 9Hz, 2H), 6. 54-6. 55 (m, 2H) , 6.62 
(d, J=7. 2Hz, 1H), 7. 08-7. 12 (m, 1H) ) 0 
[0 3 4 1 ] M^J35<bl^^^*ffi(-T2-(3-(N-tert- 

3-/P4r94%^iR^T^fe?fi^^ lt#f: 0 
[0 3 4 2] 1 H-NMR (CDC1 3 ) 5 : 1. 22 (d, J=6. 8Hz, 3H) , 
1.52(s,9H), 2. 86-2. 95 (m, 1H) , 3. 67 (d, J=6. 8Hz, 2H) , 

6. 62 (bs, 1H), 6.91(d, J=7. 2Hz, 1H), 7. 18-7. 27 (m, 3H) . 

[0343] 2) $tmit&to 

mmmw) t mm^mz xmmit^m^ms%x 10 

[0 3 4 4] 1 H-NMR (CDC1 3 ) 5 : 1. 35 (d, J=6. 8Hz, 3H) , 
1.52(s, 9H), 2. 86 (s, 3H), 3. 13-3. 18 (ra, 1H), 4.21-4.3 

l(m,2H), 6.57(bs, 1H), 6. 90-6. 92 (m, 1H) , 7.17-7.26 

(m, 2H),7. 34 (s, 1H). 

[0 3 4 5] m&mZ7 2-(5-(N-tert-^ h^v-^/U^f 
=71") T ^ y-2-^ ^/W7 zc^/Uj ? l/7/V~fc^ 

-h 

[0 3 4 6] 

[ft4 9] 20 



[0 3 4 7] 1) 2-(2-^f;W5-hn) ^m—yl^SS 
tert-y ^J^=r. J* TVl- 

2-(2-y ^vU-5-~ Fd) (l.99g) (DY^^O 

(20ml) ^iicMT, mt^^T^/^ (0.802ml) Rtf 
N,N-^f/^/U^7; K (0.1ml) *MTL90°C(-T 
4 0^W}*Lfc o ^j££MJ±T@^U#<b;ftfc 30 

M^Tb7t (30ml) ^ffii-Tk^T, b ]) 

^=TjVT ^ ^ (4. 6ml) &XI2. 0M-( h U ^ fv1^> y ;V) 

^T/^^y^^tyjfS (5.5ml) ^ITL2ffi 

mm&mykffim-tbv vMcx&mistio mm. »m 
*m=& u# feixfca**: y * 9 ^ * n ^ h 

y>C— t-ttU ^iJ-^-RKm^/u (11%) 

t ^vt-5'-— hP7t Y7*-J V 

(0.84g, ifc^ : 37%) SrHfeBffci: LT#fc 0 H-NMR 
(CDCL ) 6 : 2. 61(s,3H), 5. 70 (s, 1H), 7. 43 (d, J=8. 4H 40 

z, 1H), 8. 20 (m, 1H), 8. 25 (d, J=2. 0Hz, 1H) ) 0 
[0 3 4 8] £&#|MB(I) (0. 277g) CDtert-:/* / - 

^ (8 ml) SffilCiMT, hyxf/PT>y (0.843m 

1) ^m^9ox:{cxi5^mmwm. wiKTi-^r^' 

-^f-/V-5 , -^hn7th7 3 iy> (0. 83g) <75tert-y 
^/-/U (6ml) ~ h/Uxy (14ml) g»lTU2B| 

ma^Lfco RitMi^tmm^^^^x 
sum, ^*«*L»bixytaaE«:^y*y/u*9A^ 

D-7b^77^-(:ttl s n-^^iJ-^-ftB&^/v (6 50 



%) *Ul*tLT2-(2-^f;W5-=hD) 7x-A 
tert-T/^VVo^^/i, (0. 724g, : 72%) 

[0 3 4 9] 1 H-NMR (CDCL) 5 :1.45(s,9H), 2. 40(s, 
3H) , 3. 64 (s, 2H) , 7. 33 (d, J-8. 4Hz, 1H) , 8. 03 (m, 1H) , 
8. 08 (d, J=2. 4Hz, 1H). 

[0 3 5 0] 2) 2-((5-(N-tert-^ Y*i/% /\si$~;V)T 

^r>v (0. 698 g ) *wtkm2<D\) t ra i:*s^-c»»it7c 
- t MJ; 0 2-(5-r ^ y-2-^ ^vu) r^^/i^K te 

rt-yf^x^r/V (0. 527g, : 86%) ^SSfefflftt 

fttltSfc C H-NMR (CDC1 3 ) 6 :1.44(s,9H), 2.18 
(s,3H), 3. 29(s,2H), 3. 51 (bs, 2H), 6.51 (dd, J=7. 6, 2. 
4Hz, 1H) , 6. 55 (d, J=2. 0Hz, 1H) , 6. 94 (d. J=8. 0Hz, 1 
H) ) 0 

[0 3 5 1 ] mmM36(Dl) tmC^mcX Mtl 1,2- ((5- 
7;7 -2-^ =f^M 7 zr. ^^;vt;\s — /u£:91%<7) 
l&mX'&tl 0 H-NMR (CDCI3 ) 5 : 2. 21 (s, 3H) , 2. 74-2. 
78(m,2H), 3. 53 (bs, 2H), 3. 78-3. 82 (m, 2H) , 6.48-6.54 
(m,2H), 6.94(d, J=7. 6Hz, 1H) ) 0 

[0352] m^m5tmc^mcxum93%x2-((5- 

(N-tert-^ b*ci/$/l'7$~/l') T $ /-2-* *5-)V7 

[0 3 5 3] 1 H-NMR (CDC1 3 ) 6 :1.51(s, 9H), 2.27(s, 
3H) , 2. 84-2. 87 (ra, 2H) , 3. 80-3. 85 (m, 2H) , 6. 41 (bs, 1 
H), 7. 05-7. lHm, 2H) . 7. 20 (s, 1H). 

[ 0 3 5 4 ] 3) wmt^m 

mmm(D2) t ra txmzx&m92%xmM<k&w%& 

&mVfh Ltftfc, 

[0 3 5 5] 'H-NMR (CDCls ) 6 : 1. 51 (s, 9H), 2. 31 (s, 
3H), 2.89(s, 3H), 3. 04 (t, J=6. 8Hz, 2H) , 4. 38 (t, J=6. 8H 
z, 2H), 6. 41 (bs, 1H), 7. 08 (m, 2H), 7. 26 (s, 1H). 

[0 3 5 6] W&mZS 2-(5-(N-tert-;/ h *ri/#sU7$ 

^- h 
[0 3 5 7] 
Ht5 0] 

Ms0 -^k^A N A o J< 

H 

[0 3 5 8] 1) 2-/ h3->-5-~ hD^ffS* 
5-^hDi^y^/W^ (5g) 

K (100ml) mm\^UT, fimtlVVJ* (16.6g) ^3 
(3.74ml) ftM7 0B«»lfc. Kft*K 
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^^--ftB^^vU (25%) Mm%)tl,X2-* h*is-5 

hD$ ( |fS^ ^/Uin^y^/u (4. 54g, : 79%) 

SrHfeHfrt LT#fc ('H-NMR (CDCls ) 8 :3.94(s,3 
H), 4.03(s,3H), 7.07(d, J=9. 2Hz, 1H), 8. 34 (m, 1H), 8. 
71 (d, J=3. 2Hz, 1H) ) 0 

[0 3 5 9] 2-* h^v'-5-r: h u^M^m^ ^V^* 
TVl" (4.49g) O^/— A' (100ml) igffid^&T. IN 

-tK^l^ h y ^^Tk^ffi (5imi) &m?t6ox;{cxm$ 

^i/-5-=hDgftSK (4. 19g, «X^:^*^) £Jf& 

mitt Ltftfc. 

[0 3 6 0] 1 H-NMR (CDC1 3 ) 6 : 4. 18(s, 3H), 7. 19 (d, 
J=9. 2Hz, 1H) , 8. 46 (dd, J=9. 2, 2. 8Hz, 1H) , 9. 02 (d, J=2. 
8Hz, 1H). 

[0 3 6 1] 2) 2-(2-^ V ^ —sUffi 

m&msKDD tmcxmcx, i-jt-/-^-^ h^v-- 

T#fc C H-NMR (CDC1.) 6 :4.05(s,3H), 6.27(bs, 1 
H), 7. 07 (d, J=9. 2Hz, 1H) , 8. 34 (m, 1H), 8. 80 (bs, 1 

h) ) . je^ ftA#iWfi(i)icT*a ! ai-*wtij:±02- 

(2-^ h^rv'-S-^ hn) 7 tert-^^/W^:^ 

[0 3 6 2] 1 H-NMR (CDCls) 6 :1.47(s,9H), 3. 59(s, 
2H), 3. 93 (s, 3H), 6. 92 (d, J=8. 8Hz, 1H) , 8. 1 1 (d, J=2. 4H 
z, 1H) , 8. 19 (dd, J=8. 8, 2. 4Hz, 1H) . 

[0 3 6 3] 2) 2-(5-(N-tert-^ h T 

2-(2-^ h^>-5-^hD) 7^~^%m. tert-^^/U^ 
*7Vi^Si&0y32<Dl) ^ C#ffifCT*tt«7C-r * - t 
fdj: <9 2-(5-T S 7-2-^ h^v') ^ai^^K^tert-^ 
^Hn^vvl' (1R*97%) Sr»fiMftitt#fc CH 
-NMR (CDCI3 ) 6 :1.43(s,9H), 3.48(s,2H), 3. 77 (s, 3 
H), 6.58(bs, 2H), 6. 77 (d, J=8. 8Hz, lH),7.01(d, J=2. 4H 
z, 1H), 7. 05 (m, 1H) ) „ 

[0 3 6 4] 7xi~/l>ffim tert-:/^/l^;*^M$£S£ 
i£#!l36c7)l) £ |^D*ife^Til7cL2-( (5-T^/-2-^ h 

('H-NMR (CDCI3 ) 6 : 2. 82 (m, 2H) , 3. 40 (bs, 1H), 3.76 
(s, 3H), 3. 82(m, 2H), 6. 56 (m, 2H) , 6. 73 (m, 1H) ) 0 

[0 3 6 5] mmmzotm£jjmzxi&m8%x2-( (5 

-(N-tert-:/ h^riy^/^=-^)T ^ h*ri/7=. 

[0 3 6 6] 1 H-NMR (CDC1 3 ) 5 : 1. 51 (s, 9H) , 2. 85-2. 
88(m,2H), 3. 77-3. 82 (m, 2H) , 3. 81 (s, 3H), 6.37(s, 1H), 
6. 79 (d, J=8. 8Hz, 1H) , 7. 15-7. 26 (m, 2H) , 

[ o 3 6 7 ] 3) mmit&vo 
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[0 3 6 8] 1 H-NMR (CDC1, ) 6 :1.51(s,9H), 2.88(s, 
3H) f 3. 03 (t, J=6. 8Hz,2H), 4. 40 (t, J=6. 8Hz, 2H) , 6.34 
(bs, 1H) , 6. 79 (d, J=8. 4Hz, 1H) , 7. 20-7. 22 (m, 2H) . 

[0 3 6 9] §gig0i]39 2-(2-(N-<y^;U)7 > /-l, 

[0 3 7 0] 

[fk5i] 



10 




[0 3 7 1] 1) 2-(2-(N— <>y^(;V)T * /-1,3-^T 
/-/M-Y /I*-) Sgxf/l/x^f/l' 

2-(2-T * 7-1, 3-^T /W4->T ^)ft»x^;ux^f 
(3. 131g) (Dmt^^ls^ (60ml) JgiKl^iaT h V 
zsl^/vt^> (4.22ml) SrJD*.. *^T-<V^^/W^n 
y K (3.21ml) Sr?KTU4^9H$LfCo KJ£«fc:*£ 

f+U ^nn^A-Tirhy (5%) l£<fc9jgttiU 2 
- (2- (N— < y^/l/)7^/-l,3-f7 5/ — A-4-^ AO m 
Stzn^u^L^/U (1.57g, 1R^:32%) ^Stfeffl^t* 
t Lt#fc. 

[0 3 7 2] Mass (ESI) m/z : 291 (M+H)\ 
[0 3 7 3] 1 H-NMR (CDC1 3 ) 6 : 1. 24 (t, J=7. 1Hz, 3H) , 
3. 50-3. 65 (m, 2H) , 4. 15 (q, J=7. 1Hz, 2H) , 6. 84 (s, 1H), 
30 7. 50 (t, J=7.8Hz,2H), 7. 59 (t, J=7. 8Hz, 1H) , 7. 92(d,J= 
7. 8Hz, 2H). 

[0 3 7 4] 2) N-(4-(2-t KP^r^xf;l,)-l,3-f7 
/-;v-2--f;u)^yX7 ^ K 

2- (2- (N--< >^;u)7; /-1,3-^T /-;M--f /w) ft 

^^^/W^^^/L- (0. 843g) CO^ F7t (25 
ml) «Wld*»T, **fb***y^*-&> (0. 127g) Sr 

40 icxasifrUfc. h y »<Mc-Ctt«L*: Q «BU 

h^^^-f— t-f^tL. ^np^;UA-7t Fy (30 
%) la^fflU N-(4-(2-t Kn^v-^i^/U)-l,3-^ 
7/-/U-2-^/H-<yX7;K (0. 394g, JR¥ : 55%) 

[0 3 7 5] Mass (FAB) m/z : 249 (M+H)* . 
1 H-NMR (CDC1 3 ) 6 : 2. 90 (t, J=5. 1Hz, 2H) , 3. 90 (t, J=5. 
' lHz,2H), 6.66(s, 1H), 7. 50-7. 65 (m, 3H) , 7. 95-8. 02 (m, 
2H). 

50 [ 0 3 7 6 ] 3) ttMik&W) 
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[0 3 7 7] 1 H-NMR (CDC1 3 ) 6 : 2. 92 (s, 3H) , 3. 03 (t, 
J=6.8Hz,2H), 4.49(t, J=6.8Hz,2H), 6. 76(s, 1H), 7.52 
(t, J=7. 1Hz, 2H), 7.61(t, J=7. 1Hz, 1H), 7. 93 (d, J=7. 1H 
z,2H). 

[0 3 7 8] mmmo 2-(4-(N— <y/-f^/)r^-l, 
3-t°y ^ i/V-2— T/U)^.^/lx h 
[0 3 7 9] 
lit 5 2] 



MsO 




N H O 



[0 3 8 0] 1) 2-(4-T ^ y-l,3-t°y ^ v^^-2-^/W) 

2-(4-r^ u u-i, 3-ey * e/^-2-^r/v) g^ge^ 

9vWn;*7Vl, (JI^JSK, 1979, 99 (4), 342, J.Antib 
iotics, 1984, 37 (5), 546) (0. 053g) (D^l?/— )V 
(3ml) mmiZ-mWtl' b V <> J* (0.025g) Rlfl0%'<7 
(O.OlOg) S:»px., *ifI^T6^1!6 

-MCTftJfcLfco USUAL «£ETl-*tttSra*Ltt»i- 
$c^t^J;f3 2-(4-T^y-i,3-t p y * v^-2-^ /u) g£g£ 
m^vioi^TVl, (0.025g, 1R^:56%) £6&[g{$:£L 

[ 0 3 8 1 ] 1 H-NMR (CDC1 3 ) 5 : 1. 26 (t, J=7. 1Hz, 3H), 
3. 77(s,2H), 4. 20 (q, J=7. 1Hz, 2H), 5. 14 (m, 2H) , 6.30 
(d, J=5. 8Hz, 1H) , 8. 18 (d, J=5. 8Hz, 1H) . 
[0 3 8 2] 2) 2- (4- (N— < y/^/U)7^ /-l,3-b°y 

Wk&\M<r>\)<oJjm^& <9 2- (4- (n— < y^;i/)7; y- 

l,3-t°y * v ? V-2--fy^)g^^^/^X^/V^lR^31% 
Tafeif*^ LT»fc. 
[0 3 8 3] 1 H-NMR (CDCL ) 6 : 1. 26 (t, J=7. 1Hz, 3H) , 

3. 92(s,2H), 4. 22 (q, J=7. 1Hz, 2H), 7. 52 (t, J=7. 3Hz, 2 
H), 7. 59 (t, J=7. 3Hz, 1H), 7. 92 (d, J=7. 3Hz, 2H) , 8.22 
(d,=5.8Hz f 1H), 8.62(m, 1H), 8. 65 (d, J=5. 8Hz, 1H) . 

[0 3 8 4] 3) N-(2-(2-b Kd ^r^xf/^-i, 3-fc 0 ]) 

8H3tW39<Z>2)<Z5*ft^J: DN- (2-(2-h Ko*^f;«- 
l,3-fc°y v^y-W;H^yX7^ KSri|X*27%T*# 
fc. 

[0 3 8 5] ' H-NMR (CDC1 3 ) 6 : 3. 12 (t, J=5. 6Hz, 2H) , 

4. 07 (t, J=5. 6Hz, 2H), 7. 53 (t, J=7. 3Hz, 2H) , 7. 62(t,J= 
7. 3Hz, 1H) , 7. 92 (d, J=7. 3Hz, 2H) , 8. 20 (d, J=5. 8Hz, 1H) , 

8. 54(s,lH), 8. 61 (d, J=5. 8Hz, 1H) . 

[ 0 3 8 6 ] 4) &m<k&m 



20 



30 



40 
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[0 3 8 7] 'H-NMR (CDC1 3 ) 5 :3.0l(s,3H), 3.32(t, 
J=6.3Hz,2H), 4.76(t, J=6.3Hz,2H), 7. 53 (t, J=7. 8Hz, 2 
H), 7. 62 (t, J=7.8Hz, 1H) , 7. 94 (d, J=7. 8Hz, 2H) , 8.21 
(d, J=5. 8Hz, 1H), 8. 63 (d, J=5. 8Hz, 1H) , 8. 70 (ra, 1H). 

[0 3 8 8] Kag0i|41 3- (3- \fy -N- (4- fc K* 

[0 3 8 9] 
[ft5 3] 




[0 3 9 0] »Jtt0lj27(O3-7i=/^>f A» (0.336 
g) s 4-T^ /^y^/VT^n- /u (0. 185g) St/l-t 

Kn^i/^y/MJT/-^ (0. 202g) <7)N, N-v^p* *?~;V 
*/UJ»7^ K Oral) BMMfctefflaT, byxf;l,7^ 
V (0.049ml) fttM-^A^-G-fi^^vW* ^ 
ptf;l/)*A/#^5 KSifi (0.345g) ^JPx.T13^F 

~/U)-N-(4-fc KD^r^f;U7x^)7^!1^7^ K 
(0.377g, IR^:76%) &&&Mfrt Ut#fc. 
[0 3 9 1] Mass (FAB) m/z : 330(M+H)\ 

1 H-NMR (CDCI3 ) 5 : 1. 63 (t, J=5. 9Hz, 1H) , 4. 67 (d, J=5. 

9Hz, 2H) , 6. 57 (m, 1H) , 7. 33-7. 66 (m, 13H) , 7. 74 (s, 1H) , 
7. 82 (m, 1H). 

[0 3 9 2] Sga£0!l42 2-(3-(3 , -7 =nz=./U * U-f K) 7 

[0 3 9 3] 
[ft 5 4] 



MsO 




N N 



H H 



50 



[0 3 9 4] 1) l-(3-(2-t K^yxf;l,)7x^)- 
3-7^~/l>y 1/7 

2-(3-T ^ J 7x=;H jl^vWTVUs — A- (0.91g) (D t° 
y ^> (10ml) ^(C7k^T> ^xnMyi/T^-b 

(0.935g) fe*TUll*nBW*bfc. SJCS«^**«:JP 

ft i- 5 r t \z x v 1- (3- (2- 1 kd^ *vio y zz. ~;V) 
-3-y*.^si"}uT (l.53g, IR*: 70%) SrSfittfti: 

[0 3 9 5] 1 H-NMR (DMSO-ds ) 6 : 2. 68 (m, 2H) , 3. 59 
(m,2H), 4.63(m, 1H), 6. 81 (d, J=7. 2Hz, 1H) , 6.95(t,J= 
7.2Hz, 1H), 7. 16 (t, J=7. 6Hz, 1H), 7. 21-7. 29 (m, 4H) , 7. 
44 (d, J=7.6Hz, 2H), 8. 57 (s, 1H), 8.60(s, 1H). 
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[ o 3 9 6 ] 2) mmi^m 

[0 3 9 7] 1 H-NMR (DMS0-d 6 ) 8 : 2. 95 (m, 2H) , 3.10 
(s,3H), 4. 39(m,2H), 6. 88 (d, J=7. 6Hz, 1H) , 6.94(t,J= 
7. 3Hz, 1H) , 7. 19-7. 35 (m, 5H) , 7. 42 (d, J=7. 6Hz, 2H) , 8. 
61 (s, 1H), 8. 63 (s, 1H). 

[0 3 9 8] Sa£#ij43 2- (4- (3* —7 r^/iv rj7 K) 7 

[0 3 9 9] 
[ft 5 5] 



H H 




[0 4 0 0] 1) l-(4-(2-h K n 3r iy=r. ^JV) 7 - 
3-7 ^=~;V^y U7 

2-(4-7; y (2g) 
V\RifiM42<m) tmCjjmzX2-(4-(3'-7^=-/UV U 
4 V)7 ^^^mWL^^tVzz-^tV (2.34g, Ifcip : 70 
%) S:SfeiftiLt#fc C H-NMR (DMS0-d 6 ) 5 : 1. 1 
7(t, J=6. 8Hz, 3H),3. 57 (s, 2H), 4. 03-4. 09 (m, 2H) , 6.95 
(ra, 1H) , 7. 16 (m, 2H) , 7. 26 (m, 2H) , 7. 39 (m, 2H) , 7. 44 
(m, 2H), 8. 62(s, 1H), 8. 63 (s, 1H) ) 0 
[0 4 0 1] 2-(4-(3'-7=.^/U$ h*)7^~/l>)m 
&^)V^*=r;\, (lg) £ffll^TiSBS0ij33<Z>l) tmZ 
*-ffi(dTl-(4-(2-t: Kd^'^W ^^^/u)-3-^^ 
^/K>UT (0. 75g, iR^:87%) SrSfeHtf i Lti 

[0 4 0 2] 1 H-NMR (DMS0-d 6 ) 6 : 2. 65 (t, J=7. 2Hz, 2 
H), 3. 55 (t, J=7. 2Hz, 2H), 6. 92 (t, J=7. 6Hz, 1H) , 7.10 
(m,2H), 7. 25 (t, J=7. 6Hz, 2H) , 7. 33(m,2H), 7. 43 (m, 2 
H), 8. 60 (bs, 2H). 

[ o 4 o 3 ] 2) ttmft&m 

[0 4 0 4] 1 H-NMR (DMS0-d 6 ) 8 : 2. 92 (t, J=6. 6Hz, 2 
H), 3.09(s,3H), 4. 36(t,J=6. 6Hz, 2H) , 6. 94(m, 1H), 7.1 
7(m,2H), 7.25(t, J=7. 6Hz,2H), 7. 36-7. 43 (ra, 4H) , 8.59 
(s, 1H), 8.60(s, 1H). 

[0 4 0 5] Jgig0B44 2- (2- (3* -7 ^ —/U r> 
K) ) 7 =c^/U)^=?/l> * $ls7s)\,i£^y 
[0 4 0 6] 
[ft 5 6] 
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[0 4 0 7] 1) l-(2-(2-b Kn^rv'x^)7x^;H 

10 2-(2-7; S 7 =-~M^;VT/\'^—;\'*m\<^Xm&&\ 
42<D1) tmm<D^mcXl-(2-(2-\l KP^v/xf;H7 
^~,U- 3 -;7 x -;u^ UT£lRapi90%-t?fifeB#i: Lt 

[0 4 0 8] 1 H-NMR (DMSO-d* ) 5 : 2. 76 (t, J=6. 8Hz, 2 
H) , 3. 63 (m, 2H) , 4. 84 (t, J=5. 2Hz, 1H) , 6. 93-7. 01 (m, 2 
H), 7. 13-7. 19(m,2H), 7. 25-7. 28 (ra, 2H) , 7.46(d,J=8. 4 
Hz,2H),7. 75 (d, J=8.4Hz, 1H), 8. 30 (s, 1H), 9. 19 (s, 1H) . 

[ o 4 o 9 ] 2) &mi\&m 

m&m32<D2) t mm<D^m^xmMik^m*i&mi%x 

20 &&mfct Ltflt 

[ 0 4 1 0 ] 1 H-NMR (DMSO-da ) 8 : 3. 03 (t, J=6. 8Hz, 2 
H), 3.07(s,3H), 4. 41 (t, J=6. 8Hz, 2H) , 6. 95(t, J=7. 2Hz, 
1H), 7. 04-7. 08 (m, 1H), 7. 21-7. 29 (m, 4H) , 7. 45 (d, J=8. 
0Hz, 2H), 7. 71(d,.J=8. 0Hz, 1H), 8. 03 (s, 1H), 8. 90 (s, 1 
H). 

[0 4 11] mt&Ml W-(2-^h^->^/^^U^ 
A-)-6-^ t°n (4H-3, l-^V^^rf-v^V-4, 4' - 

tr^y ^»-2(ih)-^-v (*iswt:-&*i) 

[0 4 12] 

30 [ft 5 7] 




[0413] 6-^ ^VW-;* t°ci (4H-3, 1— O-^^^ri^ 
V-4,4'-t: 0 ^y v ? V)-2(lH)-;*->' h y 7yu^aftgft*& 
(0. 5g, K3t#]3) ON,N-v?^;^M7; K (5m 
40 1) SffiKT* y^B^^/W (0.38ml) ^P^120°C{CT 
23l*BHli^Lfc. hy^^T^V^T^fn 

^nn^-^y-^ (3%) jgtti^ i LT. 

(0.294g, : 61%) ^M@*irtt# 

' [0 4 14] 'H-NMR (CDC1 3 ) 8 : 1.28(m,3H), 2. 10 (m, 
4H), 2. 30 (s, 3H), 2. 54 (m, 2H), 2. 67 (m, 2H) , 2. 83 (m, 4 
50 H), 4. 18 (ra, 2H) , 6. 79 (d, J=7. 8Hz, 1H) , 6.94(s, 1H), 7. 
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03 (d, J=7. 8Hz, 1H), 9.29(s, 1H). 

[0 4 15] mmm2 N'-(2-(3-^>Xr> K'>yt 
^^)7; /^^/P)-6-^^-/U-^t°u(4H~3, l-<y/ 
^ifi^-4, 4'-fcV<y i»)-2(lH)-*V (#3B9Hfr& 
»2) 

[0 4 1 6 J 

[ft5 8] 



60 




[0 4 17] N'-(2-T^ /^^l-)-6-^^/U-^ tTo (4H 
-3, l--<>'^^-^r1^v ? ^-4, 4'-fcV<y v^)-^ (lH)-^>- 
— tMMfc (0.047g, Kag0«j7) , K) 

(0.041g) fttfl-fc Kp*5/^/HI7/-;1/ 

(0. 022g) ^N-^^;^M7; K (1.5ml) Htfl 
ffilC, h y ^f/i^7 5 ^ (0. 079ml) &tM-(3-^ 

(0. 058g) SrJPx.63«FlBail*Ufco 5JSil-*t»^ 

Do^-^y-;P (8%) TigffiU W&Vc&m 
(0. 069g, IK*: 97%) Srfifeifti Lt#t. 
[0 4 18] Mass (ESI) m/z : 525(M+H)\ 
1 H-NMR (CDC1 3 ) 5 : 2. 05-2. 20 (m, 4H) , 2. 30 (s, 3H) , 2. 
55-2. 75 (m, 4H) , 2. 79-2. 92 (m, 2H) , 3. 50 (t, J=4. 0Hz, 2 
H), 6. 53 (d, J=15.6Hz, 1H) , 6. 74 (d, =8. 0Hz, 1H) , 6.97 
(s, 1H), 7. 03 (d, J=8. 0Hz, 1H), 7. 25 (d, J=7. 4Hz, 1H) , 7. 
33 (t, J=7. 4Hz, 1H) , 7. 47 (t, J=7. 8Hz, 2H) , 7. 50-7. 65 (m, 
2H), 7. 67 (d, J=7. 8Hz, 1H) , 7. 90-8. 05 (id, 3H) . 

[0 4 19] HJ£#>J3 N'-(2-(3-7^^/^^yU^^/l^ 
T ^ / v'V^-fAOT ^ / ^^yu)-6-^^/u-^ fc°n (4 
H-3, l-^W^-^rf-v^V-4, 4'-t°-<y -2 (1H)-^^ 

[0 4 2 0] 
(ft 5 9 ] 




[0421] tmrn^mcxmrnit^m^s 

[0 4 2 2] Mass (FAB) m/z : 561 (M+H)~ . 
1 H-NMR (CDCI3 ) 6 : 2.05-2. 20 (m,4H), 2.31(s,3H), 2. 



30 



60-2. 95 (m, 6H) , 3. 53 (t, J=4. 0Hz, 2H) , 6. 48 (d, J=15. 6H 
z, 1H), 6. 77 (d, J=8.0Hz, 1H), 6.98(s, 1H), 7. 06 (d, J=8. 
0Hz, 1H), 7. 06-7. 15(m, 1H), 7. 16-7. 27 (m, 2H), 7. 29 (s, 
1H), 7. 38-7. 57 (m, 5H) , 7. 78 (d, J=8. 2Hz, 2H) . 

[0 4 2 3] H1E014 N' -(2-(3-7 3L=./U^*i/i/ls 
-T^r^/U) T % / ^=f-)V)-<6-t ^;V-* t°u (4H-3, l-'O 

✓^it-^^-4, 4"-hr^<y ^»-2(ih)-*-^ (#3B9Hfc 
^4) 

[0 4 2 4] 
10 [ft6 0] 

HNx^O 
O 

[0425] mmm 2 t mm^m^xmmit^m^ 

[0 4 2 6] Mass (FAB) m/z : 498(M+H) + . 
20 'H-NMR (CDCI3 ) 5 : 1.90-2. 20 (m,4H), 2. 30 (s, 3H) , 2. 
60-2. 90 (m, 6H) , 3. 45-3. 60 (m, 2H) , 6. 30-6. 40 (m, 1H) , 
6. 40 (d, J=15. 6Hz, 1H), 6. 95-7. 40(m, 11H), 7. 59(d,J=l 
5. 6Hz, 1H), 9. 06 (s, 1H). 

[0 4 2 7] 5 N'-(2-(3^y^t^r^i/y 

^/Jr*^ 4'-fc°^y v?>-)-2(ih)-^v t&Z&Wik 

[0 4 2 8] 
[ft 6 1] 

HN^O 



[0 4 2 9] mmm 2 1 mmntttzxttmib&h&A 

[0 4 3 0] Mass (FAB) m/z : 512(M+H)\ 
1 H-NMR (CDCI3 ) 8 : 2. 00-2. 25 (m, 4H) , 2. 30 (s, 3H) , 2. 
40 60-2. 95(m,6H), 3. 45-3. 65 (m, 2H) , 5. 07(s,2H), 6.35 
(ra, 1H) ,. 6. 43 (d, J=15. 6Hz, 1H) , 6. 79 (d, J=8. 0Hz, 1H) , 
6. 90-7. 00 (m, 2H) , 7. 03 (d, J=8. 0Hz, 1H) , 7. 05-7. 20 (m, 2 
H), 7. 25-7. 45 (m, 7H) , 7. 60 (d, J=15. 6Hz, 1H) , 9. 19 (s, 1 
H). 

[04 3 1] MM&I 6 N' - (2- (trans-3- (2-7 m 

1,3— oyi?**y— /u-A—f/^T? y o^/nr; j 

tfn (4H-3, l-< >VHr^ 
' 4'-fcV<y v?»-2(lH)-^V 6 ) 

[0 4 3 2] 
50 [it 6 2] 



* "I 
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[0433] mmm 2 1 mm^m^xumit^m^i 

[0 4 3 4] Mass (FAB) m/z : 526 (M+HV . 
1 H-NMR (CDCI3 ) 5 : 2. 00-2. 20 (in, 4H) , 2. 29 (s, 3H) , 2. 
60-2. 90 (m, 6H), 3. 45-3. 57 (m, 2H) , 6. 24 (ra, 1H), 6.65 
(d, J=15. 7Hz, 1H) , 6. 76 (d, J=8. 1Hz, 1H) , 6. 80-6. 90 (m, 2 
H) , 6. 90-7. 10 (ra, 4H) , 7. 40-7. 50 (m, 3H) , 7. 55-7. 65 (m, 
2H), 7.59(d, J=15. 7Hz, 1H) , 8.86(s, 1H). 

[0 4 3 5] ^Mffl 7 N' - (2- (trans-3- (2-7 m ~;U-4 

zc^M-S-J t°n (4H-3, 1— <>-y^^i^-v ; >'~4, 

[0 4 3 6] 



lite 3] 




O 

[0 4 3 7] trans-3- (2-7 ^^/W4H-l,3-^y/ %?Or 

[0 4 3 8] Mass (FAB) m/z : 540 (M+H)* . 
1 H-NMR (CDCL ) 5 : 2. 00-2. 20 (m, 4H) , 2. 30 (s, 3H) , 3. 
45-3. 60(m,2H), 5. 16 (d, J=15. 1Hz, 1H) , 5. 25 (d, J=15. 1H 
z, 1H), 5. 95 (s, 1H), 6. 38 (d, J-15. 4Hz, 1H) , 6. 45 (m, 1 
H), 6. 78 (d, J=7. 8Hz, 1H), 6. 90-7. 00 (ra, 2H) , 7. 04(d,J= 
7. 8Hz, 1H) , 7. 15-7. 25 (m, 2H) , 7. 35-7. 50 (m, 3H) , 7. 57 
(d, J=15.4Hz, 1H), 7.57-7. 65 (m,2H), 9. 06 (s, 1H). 

[0 4 3 9] 8 N' - (2- (trans-3- M" 7 V - W 

^)T^!Jd^^)7;/x =f-;V) -6-^ t° u (4H- 

3, 4'-fc°-<y ^»-2(lH)-^> 

[0 4 4 0] 

lite 4] 




[0441] mmm 2 1 mm^m^xmmit^^eo 
%<D^mxntz 0 
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[0 4 4 2] Mass (FAB) m/z : 456 (M+H)* . 
* H-NMR (CDCL ) 5 : 2. 00-2. 20 (m, 4H) , 2. 27 (s, 3H) , 2. 
60-2. 95 (m, 6H) , 3. 50-3. 65 (m, 2H) , 6. 53 (d, J=15. 4Hz, 1 
H) , 6. 60 (m, 1H) , 6. 80 (d, J=8. 1Hz, 1H) , 6. 93 (s, 1H) , 7. 
02 (d, J=8. 1Hz, 1H) , 7. 43 (t, J=7. 9Hz, 1H) , 7. 45-7. 60 (m, 
2H) , 7. 69 (d, J=7. 1Hz, 1H) , 7. 84 (d, J=7. 6Hz, 2H) , 8. 21 
(d, J=7. 9Hz, 1H) , 8. 46 (d, J=15. 4Hz, 1H) , 9. 22 (s, 1H) . 
[0 4 4 3] mM&l9 N'-(2-(i3-^^/Uv'>^>r 
;V) T * J ^^/U)-6-^ ^/W* h°u (4H-3, 1— O^;^ 
10 i^^^-4,4'-b°-<y i?^)-2(lH)-*> {^wit&m 
9) 

[0 4 4 4] 
lite 5] 




20 [0445] mmm 2 1 mm^mzxmMit&w*™ 

[0 4 4 6] Mass (FAB) m/z : 420 (M+H) * . 
1 H-NMR (CDCla ) 5 : 2. 05-2. 20 (m, 4H) , 2. 29 (s, 3H) , 2. 
56 (s, 3H), 2. 60-2. 90 (m, 6H), 3. 45-3. 55 (m, 2H) , 6.05 
(s,lH), 6.25(m, 1H), 6. 79 (d, ]=7. 8Hz, 1H) , 6.94(s, 1 
H), 7. 03 (d, J=7. 8Hz, 1H) , 7. 25-7. 70 (m, 5H) , 9. 29 (s, 1 
H). 

[0 4 4 7] mmmiO N'-(2-(3,4-v ; ^nP^yt^ 
4 /V) T ^ J ^/V) -6-^ ^vU-* fc° a (4H-3, l--< V/t 

30 ^ih^>-4,4'-t o ^y *j»-2(m-*> 

10) 

[0 4 4 8] 



[ft 6 6] 




40 [0 4 4 9] mm 2 k ra*©*ftlCT*«ffc-frW*77 

[0 4 5 0] Mass (FAB) m/z : 474 (M+H) \ 
1 H-NMR (CDCI3 ) 5 : 2. 00-2. 20 (m, 4H) , 2. 31 (s, 3H) , 2. 
60-2. 95 (ra, 6H) , 3. 46-3. 65 (m, 2H) , 6. 42 (m, 1H) , 6. 43 
(d, J=15. 6Hz, 1H), 6. 79 (d, J=8. 1Hz, 1H), 6. 95 (s, 1H), 
7. 04 (d, J=8. 1Hz, 1H) , 7. 32 (dd, J=8. 3, 2. 0Hz, 1H) , 7. 42 
(d, J=8. 3Hz, 1H) , 7. 54 (d, J=15. 6Hz, 1H) , 7. 59 (d, J=2. OH 
■ z, 1H), 9. 10 (s, 1H). 

[0 4 5 1 ] HJS0IJ11 N'-(2-(2,6-v^ DD^f* 
50 ^f/U)7> / ^fvU) -6-^ fvW-* fc°o (4H-3, 1— <V/^- 
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11) 
[0 4 5 2] 
[ft 6 7] 




[0 4 5 3] 2 £ ra«o*rte*c:-c*)H<fc;^«ft60 

%Ott*-eeftH#i: LTftfc. 

[0 4 5 4] Mass (FAB) m/z : 474(M+H)\ 
1 H-NMR (CDC1 3 ) 8 : 1.90-2. 20 (m,4H), 2.30(s,3H), 2. 
62-2. 90 (m, 6H) , 3. 50-3. 65 (m, 2H) , 6. 58 (d, J=15. 9Hz, 1 
H), 6. 76 (d, J=7. 8Hz, 1H), 6. 96(s, 1H), 7. 04 (d, J=7. 8H 
z, 1H), 7. 16(t, J=7.8Hz, 1H), 7. 30-7. 40 (m, 2H) , 7.72 
(d, J=15.9Hz, 1H), 8. 77 (s, 1H). 

[0 4 5 5] HSfe#«J12 N'-(2-(2-^PD^>'t ; e^^) 
T ^ -6-^ ?vU-;* t°n (4H-3, 1— <V^^rf* 

y^.^-tr-^y ^^)-2(ih)-*^ (#*W{fr&«u2) 

[0 4 5 6] 
Kfc6 8] 




[0 4 5 7] ^JSCT 2 £ ra«<Z)*ft^-C*«{t^«J*86 
%<^lR*-CefeH#i: Ltftfc. 

[0 4 5 8] Mass (FAB) m/z : 440(M+H) + . 
1 H-NMR (CDCI3 ) 8 : 2. 03-2. 23(ra, 4H), 2. 31(s, 3H), 2. 
60-2. 90 (m, 6H) , 3. 45-3. 65 (m, 2H) , 6. 38 (m, 1H) , 6. 46 
(d, J=15. 6Hz, 1H), 6. 78 (d, J=8. 0Hz, 1H) , 6. 96 (s, 1H), 
7. 04 (d, J=8. OHz, 1H), 7. 20-7. 33 (m, 2H) , 7. 36-7. 45 (m, 1 
H), 7. 55-7. 65 (m, 1H) , 7. 98 (d, J=15. 6Hz, 1H) , 8.90(s, 1 
H). 

[0 4 5 9] 3IJ60!|13 N'-(2-(2-;* h W^e>T 
/U) T * / ^)V)-§-* t°n (4H-3, \-' 

3) 

[0 4 6 0] 
[{fc6 9] 
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[0 4 6 1] mmm 2 * ra«<o*a^T*H{b-&**9o 

[0 4 6 2] Mass (ESI) ra/z : 436(M+H)\ 
1 H-NMR (CDCh ) 6:2. 05-2. 20 (m, 4H) , 2. 39 (s, 3H) , 2. 
60-2. 92 (m, 6H) , 3. 20-3. 30 (m, 2H) , 3. 87 (s, 3H), 6.30 
(m, 1H) , 6. 55 (d, J=15. 8Hz, 1H) , 6. 78 (d, J=8. OHz, 1H) , 
6. 87-7. 03(ra,3H), 7. 04 (d, J=8. OHz, 1H) , 7. 31 (t, J=7. 1H 
z, 1H), 7. 48 (d-like, J=8. OHz, 1H), 7. 90 (d, J=15. 8Hz, 1 
H), 8. 97 (s, 1H). 
10 [0 4 6 3] N' - (2- (b~7 rwU>T 1/ 

2-$UViSz=.;\s) T % J ^/U-x (4H-3, 1- 

[0 4 6 4] 
lit 7 0 ] 




[0 4 6 5] H««2i:ia«<0^fe^T*Wt^*Srll 

[0 4 6 6] Mass (FAB) ra/z : 495 (M+H)* . 
' H-NMR (CDC1 3 ) 6 : 2. 10-2. 25 (m, 4H) , 2. 31 (s, 3H) , 2. 
65-3. 05 (m, 6H) , 3. 60-3. 75 (ra, 2H) , 6. 77 (d, J=7. 8Hz, 1 
H), 6.95 (s-like, 1H), 6.98 (s-ike, 1H), 7.00(m, 1H), 
7. 05 (d, J=7. 8Hz, 1H) , 7. 33 (t, J=7. 3Hz, 1H) , 7. 44(t,J= 
30 7. 3Hz, 2H), 7. 54 (s, 2H), 7. 62 (d, J=7. 3Hz, 2H) , 7. 85 (s, 
1H), 8. 73 (m, 1H), 9. 87 (m, 1H). 

[0 4 6 7] mmmis n* -(2-0,2, 3,4-x t kp 

t°n (4H-3, l-^^i/^^^V-4, 4'-t 0 -<y v>» -2(1 
H)-^V (*»9Hfr&«15) 
[0 4 6 8] 



40 




[0 4 6 9] Xlfeffl 2 fc ia«^*felrT*»b^«J*56 

[0 4 7 0] Mass (EI) ra/z : 433 (M* ) . 
1 H-NMR (CDC1 3 ) 8 :2.32(s,3H), 6. 76 (ra, 1H), 6.96(s, 
* 1H), 7. 05 (m, 1H), 7. 05-7. 15 (m, 4H) , 8. 66 (bs, 1H). 
[0 4 7 1] mifomiG N'-(2-(>f V K-;W2-^/W^^ 
50 /W)T ^ / ^^VW) -6-> ^VU-J* t°P (4H-3, 
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6) 

[0 4 7 2] 
Ut7 2] 




[04 7 3] gijktfij 2 1 mm<ojjmz.xmmik&vo%47 

[0 4 7 4] Mass (FAB ) m/z : 419 (M+H)* . 
1 H-NMR (CDC13+CD30D) 5 : 2. 10-2. 20 (m, 4H) , 2. 33 (s, 3 
H), 2. 70-2. 80 (in, 4H), 2. 85-2. 95 (m, 2H) , 3. 35-3. 40 (ra, 
2H) , 6. 75 (m, 1H) , 6. 95-7. 30 (m, 5H) , 7. 46 (m, 1H) , 7. 67 
fan, 1H). 

[0 4 7 5] Ht£0iJ17 N' -(2-(3, 4-v>fc YxJ-yy? U 
ls-2-10>ViS=-;V) T^y nz^/U) -6-^ =f~)V-^ (4H- 
3, 4'-t°-<y > ? >')-2(lH)-;t>' 

(*»W{t-fr*17) 

[0 4 7 6] 

[<t7 3] 




[0 4 7 7] 3,4-i/t Kot7^ ^y-2-^/l/^y8& 

[0 4 7 8] Mass (EI) m/z : 431 (RT ) . 
'H-NMR (CDC1 3 ) 8 : 2. 05-2. 20 (m, 4H), 2. 32 (s, 3H), 2. 
55-2. 95 (m, 10H), 3. 45-3. 55 (m, 2H) , 6. 49 (bs, 1H), 6.70 
(m, 1H), 6. 98 (s, 1H), 7. 06 (ra, 1H) , 7.15—7.25 (nu 5 
H), 7. 65 (s, 1H). 

[0 4 7 9] mi&ffll8 N , -(2-(4--<>'i/-Y /Uv^^ 
-OW)T ^ /xf;l/)-6-^f/U-Xt°p (4H-3, l-^O^/Hr 

**^-4 f 4'-tr^y >^^)-2(ih)-^-> 

18) 

[0 4 8 0] 
[fc74] 



O 
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[0 4 8 1] 2 1 H«o#feKT*«fl^tt«2 

[0 4 8 2] Mass (FAB) m/z : 510(M+H)\ 
1 H-NMR (CDCI3 ) 5:2. 10-2. 20 (ra, 4H) , 2. 33 (s, 3H) , 2. 
65-2. 75 (m, 4H) , 2. 80-2. 90 (m, 2H) , 3. 50-3. 60 (m, 2H) , 

6. 35 (bs, 1H), 6.56(m, 1H), 6. 70 (m, 1H), 6.99(s, 1H), 

7. 06 (m, 1H) , 7. 45-7. 85 (m, 1 1H) . 

[0 4 8 3] N' - (2- (7- (4-^ f-iV7 ^ ^/U) - 

10 6-^^-/l-^h 0 u(4H-3, l-<>'V r ^-^r1^v ? >'-4,4'-fc 0 -< 

y^^)-2(iH)-*v (**«{b-&*i9)- 

[0 4 8 4] 
[ft7 5] 




20 [0 4 8 5] 7-(4-^^V-^3i^/U)-3,4-v ; t Knf7 
^U^-2-^/UtK^ (W099/32468) 3rffl^THJ£0i|2 

tl^«^ffi(cr^®{b^Sr4%<7)iR*T-6fer^/u 
Ltifc, 

[0 4 8 6] Mass (EI) m/z : 521 (M*). 
'H-NMR (CDCL ) 8 : 2. 10-2. 15(m, 4H), 2. 29(s, 3H), 2. 
39 (s, 3H), 2. 60-2. 65 (ra, 2H) , 2. 70-2. 80 (ra, 4H) , 2.85- 
2.95(m,4H), 3. 50-3. 60 (m, 2H) , 6. 64 (bs, 1H), 6. 73 (m, 1 
H), 6.97(s, 1H), 7. 05 (ra, 1H), 7. 20-7. 25 (m, 4H) , 7.39 
(s, 1H), 7.42(m, 1H), 7.46(m, 2H), 8. 25-8. 35 (m, 1H) . 
30 [0 4 8 7] N' - (2- (2- (4-^ =f~}Vy ^~}V)- 

6, 7-^t Ko-5H— <>*Sis? a^zf'r^-S-^J/UT^^ ;V) 
T * y ^/U-X fc°n (4H-3, 1—0^^^^ 

^>-4,4'-t: 0 -<y v?^) -2 (1H) -;*->- (**W{b^»20) 
[0 4 8 8] 



tft7 6] 




o 



[0 4 8 9] 2- (4- ^ *J->V y*L~sl>)-6, 7- is fc K & -5H- 
*0 % Sis# P ^^T^-S-^/l^ (W099/32468) Sr 

$T*afe7W7^t LTSfc. 

[0 4 9 0] Mass (FAB) m/z : 536(M+H)\ 
1 H-NMR (CDCI3 ) 6 : 2. 05-2. 20 (m, 6H) , 2. 25 (s, 3H) , 2. 
• 38 (s, 3H), 2. 60-2. 65 (m, 2H) , 2. 70-2. 80 (m, 4H) , 2.80- 
2. 95 (ra, 4H), 3. 50-3. 60 (m, 2H) , 6. 65 (bs, 1H), 6. 79 (ra, 1 
50 H), 6.93(s, 1H), 7. 02 (m, 1H), 7. 15-7. 25 (m, 3H) , 7.36 
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(s, 1H), 7. 40 (m, 1H), 7. 45-7. 50 (m, 3H) , 9. 12 (bs, 1H). 

[0 4 9 1] HS£#ij21 N'-(2-(7-(4-^ TsU? 
2, Kn-i-^^y^-^rir frig— yu)T5 

t°o (4H-3, 1— <^^^^i^>- 
4,4 , -b°^<y i?^)-2(lH)-*V (*389Hfr&*21) 

[0 4 9 2] 

[ft 7 7] 




10 



[0 4 9 3] 7-(4-^^yl-^^^/U)-2, 3-i/t 
W^^r-tr t°>-4-^7/W^^ (W099/32468) SrJBV^T 

**W2 tra«^*ftjcr*iH{t-&**6o%(DJR*-ee 

[0 4 9 4] Mass (EI) ra/z : 537 (M* ) . 
1 H-NMR (CDC1 3 ) 8 : 2. 05-2. 20 (m, 4H) , 2. 26 (s, 3H), 2. 
38 (s, 3H), 2. 65-2. 90 (m, 6H) , 2. 95-3. 05 (m, 2H) , 3.45- 20 
3. 55 (m, 2H) , 4. 30-4. 40 (m, 2H) , 6. 40-6. 50 (m, 1H) , 6. 68 
(d, J=8. 0Hz, 1H), 6.96(s,lH), 7. 04 (d, J=8. 0Hz, 1H) , 7. 
40-7. 50 (m, 4H), 7. 62 (s, 1H) . 

[0 4 9 5] Hi£#j22 N' - (2- (trans-2-^ ^ 
D/D^y-i-^/^^r; / -6-^ ^vu-* 
fcf n (4H-3, l-^^^^^rifv^V-4, 4 , -t:°-<y i^»-2(l 
H)-*>> (*«Wft^*22) 

[0 4 9 6] 

[ft 7 8] 




30 



[0497] 2 1 naio*«6ic-c*mk:-fr««9i 

[0 4 9 8] Mass (FAB) ra/z : 420 (M+H)* . 
'H-NMR (CDCL ) 6 : 1. 15-1. 35 (m, 1H), 1. 55-1. 75 (ra, 2 
H), 1.95-2. 20 (m,4H), 2. 29 (s, 3H), 2. 40-2. 90 (m, 7H) , 40 
3. 30-3. 60(m,2H), 6. 35 (m, 1H) , 6. 79 (d, J=8. 1Hz, 1H) , 
6. 94 (s, 1H), 7. 03 (d, J=8. 1Hz, 1H), 7. 05-7. 35 (ra, 5H) , 
9. 26 (s, 1H). 

[0 4 9 9] 3!5&#ij23 N'-(2-(3-7 V / ^ 

^)-6-^ fjV-X t?D (4H-3, 1— O-^^-^ri^^V-4, 4' - 
fcV*y ^V)-2(lH)-^> (*58W{t^«23) 

[0 5 0 0] 

[ft 7 9 ] 



) 4#fH2 001-278886 
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[0501] mmm2 kmm<D%mzxmM<k&vo*e>s 

%(Di&mx+m&T ^r/uy r*h LTSfc, 

[0 5 0 2] Mass (EI) m/z : 369(KT). 
1 H-NMR (CDC1 3 ) 8 : 2. 05-2. 20 (ra, 4H) , 2. 33 (s, 3H) , 2. 
65-2. 90(m,6H), 3. 50-3. 60 (ra, 2H) , 6. 46 (bs, 1H), 6.65 
(s, 1H), 6. 7 Km, 1H), 6.97(s, 1H), 7.06(m, 1H), 7.44 
(s, 1H), 7.91(s, 1H), 7. 95 (s, 1H). 

[0 5 0 3] mi&m24 N'-(2-(4,5-v*fc KPt7 h [2, 

l-d]-l, 2-4 ;v-3-*;u^^;w)r * 

/U)-6-^^/U-^t: 0 C2 (4H-3, 1— < W^-fl-^ V-4, 4'- 
t v<y v?»-2(lH)-^->- (*389Ht**24) 

[0 5 0 4] 

[ft8 0] 




[0 5 0 5] 4,5-v-fc Knf7 h [2, 1-dH VHr^V 
—/U-3-^/^>m (4$BB 0242-25656^*^^) £fflV>T 

[0 5 0 6] Mass (EI) m/z : 472(M* ). 
1 H-NMR (CDCI3 ) 6 : 2. 10-2. 20 (m, 4H) , 2. 34 (s, 3H) , 2. 
65-2. 75 (m, 4H), 2. 80-2. 90 (m, 2H), 3. 05-3. 10(m,4H), 
3. 55-3. 60 (m, 2H), 6. 70 (m, 1H) , 7. 02 (s, 1H), 7. 05 (m, 1 
H), 7. 25-7. 40 (ra, 4H) , 7. 65-7. 70 (m, 1H) , 7. 90 (bs, 1H). 

[0 5 0 7] M1&ffl25 N'-(2-(3-7^^/Uv->^-^--r 
;\,)T* ;xf;l,).6-^ f/W^ t°u (4H-3, 1-O-^^^r 
■^^>-4,4'-t: 0 ^<y ^»-2(lH)-^-V (*«Wft-fr«2 
5) 

[0 5 0 8] 



[ft 8 1] 




[0 5 0 9] 3-:7^/l^^£^£ffl^T||tem 

[0 5 10] Mass (FAB) m/z : 482(M+H)\ 
1 H-NMR (CDCI3 ) 8 : 2. 10-2. 19 (m, 4H) , 2. 32 (s, 3H) , 2. 



( 36 ) 
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63-2. 90 (m, 6H) , 3. 51-3. 59 (ra, 2H) , 6. 16-6. 27 (m, 1H) , 
6.50(d, J=15.4Hz, 1H), 6. 67 (d, J=8. 1Hz, 1H) , 6.99(s, 1 
H) , 7. 05 (d, J=8. 1Hz, 1H) , 7. 34-7. 52 (ra, 5H) , 7. 56-7. 61 
(m, 3H), 7. 71 (d, J=15.4Hz, 1H), 7. 73 (s, 1H). 
[0 5 11] Mt&M26 N' -(2- (4-7 *.~JUZ/^-f^^ 
;V) T * / ^^/U)-6-/ ^/U-X bfn (4H-3, 1— 

6) 

[0 5 12] 

[ft8 2] 10 




[0513] A-y^^/u^^^m^m^^xmmm2 tm 

[0514] Mass (FAB) m/z : 482 (M+H)* . 
1 H-NMR (CDC1 3 ) 8 : 2. 10-2. 19 (m, 4H) , 2. 32 (s, 3H) , 2. 
65-2. 90 (m, 6H) , 3. 52-3. 59 (m, 2H) , 6. 28-6. 37 (m, 1H) , 
6.49(d, J=15. 6Hz, 1H), 6. 77 (d, J=8. OHz, 1H) , 6. 98 (s, 1 
H) , 7. 05 (d, J=8. 0Hz, 1H) , 7. 34-7. 49 (m, 3H) , 7. 55-7. 66 
(m, 6H), 7.69(d, J=15. 6Hz, 1H), 8. 66(bs, 1H). 

[0 5 15] MMM27 N , -(2 , -(3,4-^^^^/Ui/>^h 
"e^A^T ^ /3L^M-6-?t ^-/V-^s fc°n (4H-3, 

^-^i^^v-4,4'-b: o -<y v?y)-2(iH)-ty (^mmik^ 
mi) 

[0 5 16] 
UtB 3] 




20 



30 



[0 5 17] 3,4-^7 3L=uvtr4 ■ BL&*m\t^X%mm2 40 

t mm<Dxm\cxmM<k&®*73%<D&mxmtL 0 

[0 5 18] Mass (FAB) m/z ; 558(M+H)\ 
1 H-NMR (CDC1 3 ) 8 : 2. 10-2. 20 (ra, 4H) , 2. 30 (s, 3H) , 2. 
67-2. 94(m,6H), 3. 52-3. 61 (m, 2H) , 6. 35-6. 46 (m, 1H) , 
6. 50 (d, J=15. 7Hz, 1H), 6. 72 (d, J=8. OHz, 1H) , 6. 97 (s, 1 
H), 7. 04 (d, J=8. OHz, 1H) , 7. 09-7. 16(m, 4H) , 7.16-7.31 
(m, 7H), 7.43(d, J=7. 8Hz, 1H), 7. 52-7. 61 (ra, 2H) , 7.71 
(d, J=15. 7Hz, 1H), 8. 26 (s, 1H). 

[0519] mmW2S N' - (2- (3- (4-7* ^ 7x^;V) 
i/ls-r^r^ As)T x /^^/l^)-6-^ h°n (4H-3, 1- 50 
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[0 5 2 0] 
[ft8 4] 




[0 5 2 1] 3-{A-*^fr7 SLm&m^xn 

M&12 tmm<Dxmcxmmfc&w&7%<Di&mxm 

[0 5 2 2] Mass (FAB) m/z : 496(M+H)\ 
1 H-NMR (CDCI3 ) 8 : 2. 10-2. 20 (m, 4H) , 2. 31 (s, 3H) , 2. 
40(s,3H), 2.64-2.93(m,6H), 3. 51-3. 60 (m, 2H) , 6.27- 
6. 42 (m, 1H), 6. 50 (d, J=15. 6Hz, 1H), 6. 75 (d, J=7. 8Hz, 1 
H), 6.97(s, 1H), 7. 04 (d, J=7. 8Hz, 1H), 7. 25 (d, J=7. 8H 
z,2H), 7. 38-7. 6 Km, 5H), 7. 70 (d, J=15. 6Hz, 1H) , 7.70 
(s, 1H), 8. 52 (s, 1H). 

[0523] mmm29 w - (2- o- ( tr y k-4-^ m >- 

W/^T; /xf;U)-6-^f/l/-^ t°D (4H-3, l-^>- 
4'-lf^<y v> » -2 (1H) -;*->- (*38Kft: 



[0 5 2 4] 
[ft 8 5] 




[0 5 2 5] 3-(t°y ^vj±&m 

[0 5 2 6] Mass (FAB) m/z : 483 (M+H)~ . 
1 H-NMR (DMSO-d ) 5:1. 89-2. 10 (m, 4H) , 2. 24 (s, 3H) , 
2. 38-2. 86 (m, 6H) , 3. 30-3. 40 (m, 2H) , 6. 77 (d, J=7. 8Hz, 1 
H), 6.81(d, J=15.9Hz, 1H), 7. 04 (d, J=7. 8Hz, 1H) , 7. 08 
(s, 1H), 7. 52 (d, J=15. 9Hz, 1H), 7.56 (dd, J=8. 3, 7. 8, 1 
H), 7. 68 (d, J=7. 8Hz, 1H) , 7. 75 (d, J=6. 1Hz, 2H) , 7.79 
(d, J=8. 3Hz, 1H) , 7.99(s, 1H), 8.30(s, 1H), 8.65(d,J= 
6. 1Hz, 2H), 10. 08 (s, 1H). 

[0527] mm&m n' - (2- (2- (3-7 ^ ^jv^ ^ y 

:x^vU)-6-;tf fvW-;* t°n (4H-3, l-^O^/^-^r-y-^^^, 
4'-tvyv?y)>2(lH)-ty (*3S9Hfr&»30) 

[0 5 2 8] 

UtS 6] 




[ O 5 2 9 ] 2— (3~7 n/W) * =f- V 3 

[0 5 3 0] Mass (FAB) m/z : 563 (M+H) * . 
1 H-NMR (CDC1 3 ) 6 : 2. 10-2. 19(m, 4H), 2. 28(s, 3H), 2. 
66-2. 92 (m, 6H) , 2. 71(s,3H), 3. 52-3. 61 (m, 2H) , 6.71 
(d, J=8. OHz, 1H), 6. 92 (d, J=16. 3Hz, 1H), 7. 00 (s, 1H), 

7. 02 (d, J=8. OHz, 1H) , 7. 30-7. 64 (m, 9H) , 7. 73 (s, 1H) , 

8. 19 (s, 1H). 

[0 5 3 1] HJ60O31 N'-(2-(^ u^**,;l>ijA,& 
—/Is) 7; 7 ^^/W)-6-^ ^vl"-* t°n (4H-3, 1-^0 7^ 

31) 
[0 5 3 2] 
[ft 8 7] 

HNx^O 
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[0 5 3 8] Mass (FAB) m/z : 487 (M+H)* . 
1 H-NMR (CDCL ) 5 : 1.20-2. 32 (m, 11H), 1.45(s, 9H), 
2. 33 (s, 3H), 2. 54-2. 9 Km, 6H), 3. 35-3. 43 (m, 2H) , 4.07 
-4. 22 (m, 2H), 6. 01-6. 10 (m, 1H) , 6. 68 (d, J=8. OHz, 1H) , 
6. 98 (s, 1H) , 7. 06 (d, J=8. OHz, 1H) , 7. 50 (bs, 1H) . 

[0 5 3 9] Hi60!l33 N' - (2- (N—< V iS/Uyfr* /!✓ 

n (4H-3, 1— O^^-^-^^V-4, 4*-t°-<y v?»-2(lH)- 

(*»W^«33) 
[0 5 4 0] 
[fk8 9] 



[0 5 3 3] U^u^^^^jVyf^m^m^^Xi 

2 tmm<D^m^xmmit^m^55%(Oi^mxmz 0 

[0 5 3 4] Mass (FAB) m/z : 386 (M+H) * . 
1 H-NMR (CDCI3 ) 5 : 1. 20-2. 20 (m, 15H) , 2. 32 (s, 3H) , 
2. 55-2. 86 (m, 6H), 3. 33-3. 42 (m, 2H) , 5. 94-6. 14 (m, 1H) , 

6. 74 (d, J=8. OHz, 1H), 6. 97 (s, 1H) , 7. 05 (d, J=8. OHz, 1 
H), 8. 44 (s, 1H). 

[0 5 3 5] mMm32 N' - (2- (N-tert-:/ h * /VsS 

fc°u(4H-3, 1— <^y P ^-^if> ? V-4, 4 , -t°-<y v?V)-2 
(1H)-^V (*»9Hfrg>«32) 
[0 5 3 6] 
[ft8 8] 




10 



20 



30 



40 




o 
A 



[0 5 4 1] N-^^^l^^^/l^—A-D, L-^^xi 

/^yv/ySrfflv^ H«6ffil2il^«<z>*jfe^T*H{t 
^ £ 78% <£> IR * "Cf# fc 0 

[0 5 4 2] Mass (FAB) m/z : 543 (M+H) \ 
1 H-NMR (CDCL) 5 : 1. 64-2. 10(m, 4H) , 2.37(s,3H), 2. 
41-2. 72 (m, 6H), 3. 27-3. 36 (m, 2H) , 5. 04 (d, J=12. 2Hz, 1 
H) , 5. 1 1 (d, J=12. 2Hz, 1H) , 5. 16-5. 24 (m, 1H) , 6. 19-6. 3 
0(m,2H), 6. 68 (d, J=8. OHz, 1H), 6. 93(s,lH), 7. 06 (d, J= 
8.0Hz, 1H), 7.25-7. 45 (m, 1 OH), 7.63(s, 1H). 

[0 5 4 3] mmmZ4 N' -(2-(N-<W-<< /I"? ]) is/U) 
T ^ /^^/P)-6-y ^/V-Ts t°u (4H-3, My/t^t 
^>--4,4'-t°-<!; » -2 (1H) (43B9Jfc£4 

[0 5 4 4] 

Ut9 0] 



H 




[0 5 3 7] 1-tert-^ h ^ y v>>-4~ 



o 

[0545] N-^y^/^!) is^$:m^xmi&m2 1 

[0 5 4 6] Mass (FAB) m/z : 437 (M+H) * . 
'H-NMR (CDCL) 5 : 1. 95-2. 05 (m, 4H) , 2. 29(s, 3H), 2. 
57-2.63(m,4H), 2. 73-2. 76 (m, 2H) , 3. 39-3. 44 (m, 2H) , 
4. 17-4. 19 (m, 2H), 6. 82 (d, J=8. OHz, 1H) , 6.90(s, 1H), 
7. 00-7. 05 (m, 2H) , 7. 37-7. 49 (m, 3H) , 7. 67-7. 69 (m, 1H) , 

7.81-7. 87 (m, 2H),9. 37 (s, 1H) . 

[0 5 4 7] M»5 N , -(2-<V^-r^T ^ /xf 
/U)-6-^ ^A-* t°n (4H-3, 4' - 

^V)-2(lH)-^-V <*3893<fc£* 



73 

[0 5 4 8] 
[ft9l] 




[0 5 4 9] N' -(2-T 5 7 zc^-/U)-6-^ ^vW* fc°cz (4H 
-3, l-^O^^^i^v^>-4, 4'-fc°^y v> V) -2 (1H) 

(0. 080g) <7):&ft>^l^ (5ml) 0<CTMJ 
^^/VT^> (0.054ml) K (0.041 

ml) 0. 5^«#Ufc 0 RJ£$^*. y^y- 

%) icxmmirffiwt-tzz ticx v s mmik&yo <o.o6 

0g, IR*: 58%) Sr*feM*i:Ltftfc, 

[0 5 5 0] Mass (FAB) m/z : 380(M+H)\ 
1 H-NMR (CDC1 3 ) 8 : 2. 10-2. 25 (m, 4H) , 2. 29 (s, 3H), 2. 
75-2. 90 (m, 4H) , 2. 90-3. 00 (m, 2H) , 3. 64 (q-1 ike, J=5. 6H 
z,2H), 6. 80 (d, =8. 1Hz, 1H), 6.95 (s-like, 1H) , 7. 03 (d 
-like, J=8. 1Hz, 1H), 7. ll(m, 1H), 7.42 (t-like, J=7. 8H 
z, 2H) , 7. 48 (t-like, J=7. 8Hz, 1H) , 7. 81 (d, J=7. 8Hz, 2 
H), 9. 23 (s, 1H). 

[0 5 5 1 ] mm&m tf-iz-iz-yy/i^r^;^ 

/U)-6-J =f-/\--* (4H-3, 4* - 

tr^y ^V)-2(lH)-^-V (*«9Jft^4»36) 

[0 5 5 2] 

[ft 9 2] 




[0 5 5 3] *lt«35i:ia«^*i5fe|CT*«<t'&*«9 

[0 5 5 4] Mass (EI) m/z : 369(M^ ). 
1 H-NMR (CDCh ) 6 : 2. 10-2. 20(m, 4H), 2. 33 (s, 3H), 2. 
65-2. 75 (m, 4H) , 2. 80-2. 90 (m, 2H) , 3. 55-3. 60 (m, 2H) , 
6.51 (dd, J=3. 5, 2. 0Hz, 1H) , 6. 69 (d, J=8. 0Hz, 1H) , 6. 84 
(bs, 1H), 7. 00 (s, 1H), 7. 06 (d, J=8. 0Hz, 1H) , 7. 12(d,J= 
3. 5Hz, 1H), 7.46 (dd, J=2. 0, 1. 0Hz, 1H) , 7. 65(bs, 1H) . 

[0 5 5 5] HJ£#ij37 N , -(2->yt^/l'7;;xf- 
^)-6-^^/W^tfn (4H-3, 1— <>y h ^-^^^"v ; V-4,4 , - 
tT^y ^v)-2(lH)-^->- (*»9Hfrfr*37) 

[0 5 5 6] 



38 ) #(13 2001-278886 
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[ft 9 3] 




[0 5 5 7] HJ6ffi|35ira»(Z>*jSfefcT*jH|fc:-&«llS*2 

10 [0 5 5 8] Mass (FAB) m/z : 406(M+H) + . 

1 H-NMR (CDCI3 ) 5 : 2. 05-2. 20 (m, 4H) , 2. 31 (s, 3H) , 2. 
60-2. 95 (m, 6H) , 3. 50-3. 65 (m, 2H) , 6. 46 (d, J=15. 6Hz, 1 
H), 6.79(d, J=7.8Hz, 1H), 6.97(s, 1H), 7. 04 (d, J=7. 8H 
z, 1H) , 7. 30-7. 45 (m, 3H) , 7. 47-7. 57 (m, 2H) , 7. 64 (d, J= 
15. 6Hz, 1H), 9. 08 (s, 1H). 

[0559] mm&m ^-(2-^7^-2-^^)7^ 

m^)-6-^ ^/V-X fc°n (4H-3, l-^O-^^r-^^V-4, 
4'-fc°^y i?»-2(m)-*^ (*«9Hfc-&*38) 
[0 5 6 0] 
20 [ft 9 4] 




[0561] mmm35k mm^m^xmmit^m^ 

^68%-eMfer^e/u^ r * £ L-c#fc„ 

[0 5 6 2] Mass (EI) m/z : 429 (Nf ) . 
30 1 H-NMR (CDC1 3 ) 6 : 2. 10-2. 20(m, 4H), 2. 31 (s, 3H) , 2. 
70-2. 95 (m, 6H) , 3. 60-3. 70 (m, 2H) , 6. 7 1 (m, 1H) , 6. 90- 
7. 00(m,2H), 7. 05 (m, 1H), 7. 50-7. 60 (m, 2H) , 7.80-8.00 
(m, 5H), 8. 33 (s, 1H). 

[0 5 6 3] mt&W39 N' - (2- (5-* ^/V-2-7 ^ ^;V- 
1, 3-^-^ri^ — /U-4- Jj/UtF^/U) 7;7 ^^vU)-6-;* f 1 * 
(4H-3, l-^W^-^rihi^V-4, 4'-fc°^y i?» 
-2(lH)-^-> (*«Wffc^*39) 

[0 5 6 4] 

[ft 9 5] 



40 




[0 5 6 5] (5^fW-7x^Wl,3-t^t/- /V- 
-4--T AO^/^zK^BS (0. 040g) (^)fh7t KD77V 
' (2.5ml) jSgJSK, iSThyx^r^y (0.03ml) 
RZF2, 4, 6- h y * n n^W-f/i^ D i) K (0. 034ml) 
50 SrJp * 1 ^FW«» Lfc. SlCJK^^aT, N' - (2-T * / 



( 39 ) 



2001-278886 
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^)V)-%-*^;V-7,\?K2 (4H-3, 
4'-fc°^y v?^)-2(lH)-^-V (0. 062g, ®J3£#(I4) 
h7t Kd77> (2. 5ml) 4- \/ * fyV7 

y v^v (o. oo6 g ) st^vM y tyi^^r ^ v (o. 

03ral) Sr*nx.l. 5 0#P^«#Lfc o S£^^^dd^ 

#u ^d^-^/-;v (5%) {cxmrn^m 
m-tz^t^x*), mmit&vn (o. 046 g , i&m : 58%) 

[0 5 6 6] Mass (FAB) m/z : 461 (M+H)\ 
1 H-NMR (CDCla ) 6 : 2. 05-2. 30 (m, 4H) , 2. 29 (s, 3H) , 2. 
60-3. 00 (m, 6H), 2. 73 (s, 3H), 3. 45-3. 65 (m, 2H) , 6.78 
(d, J=8. OHz, 1H), 6.98(s, 1H), 7. 03 (d, J=8. OHz, 1H) , 7. 
37-7. 55 (m, 3H) , 7. 52 (ra, 1H) , 7. 93-8. 05 (m, 2H) , 9. 03 
(s, 1H). 

[0 5 6 7] mg#ij40 N , -(2-(2, 4,6-h V V n n-<>- 
)V)T % y^^^)-6-y ^vi-;*t: 0 n(4H-3, 1-Oy 
^-y-^V-4,4'-b°-<y i/^)-2(lH)-*> 



76 



[0 5 6 8] 
[ft 9 6] 




h°YY°' 




10 



20 



O CI 



O 30 

[0 5 6 9] ^&£#j39(C;Jo^T. KJ£0#OgiJ£/£ft t L 
T^M{t:^^35%OlR^^# ^^7^i 0 

[0 5 7 0] Mass (FAB) m/z : 482, 484(M+H) + . 
'H-NMR (CDCI3 ) 5 : 2. 00-2. 30(m, 4H), 2. 30 (s, 3H), 2. 
65-2. 95 (m, 6H) , 3. 50-3. 70 (m, 2H) , 6. 54 (m, 1H) , 6. 75 
(d, J=8. OHz, 1H), 6. 92 (s, 1H), 7. 03 (d, J=8. OHz, 1H) , 7. 
35 (s, 2H), 8. 80 (s, 1H). 

[0 5 7 1 ] mt&mi N* -(2- (5-y *5->V-2-^ y ;V- 
1, 3-^^ri^ /l^-^A-/^/^) T ^ J ^^/U)-6-* *f- 
A--.Xt: 0 n(4H-3, l-^^y^^r -pis V-4, 4' -tT^< y i?» 40 
-2(1H)-^V (*«W^*41) 

[0 5 7 2] 

[ft 9 7] 



[0 5 7 4] Mass (FAB) m/z : 487 (M+H)* . 
1 H-NMR (CDCh ) 8 : 2. 10-2. 30 (ra, 4H) , 2. 29 (s, 3H) , 2. 
60-3.00(ra,6H), 2. 70 (s, 3H), 3. 50-3. 70 (m, 2H) , 6.74 
(d, J=7. 8Hz, 1H) , 6.85(d, J=16. 4Hz, 1H), 7.00(s, 1H), 
7.04 (d-like, J=7.8Hz, 1H), 7. 30-7. 45 (m, 4H) , 7.47(d, 
J=16.4Hz, 1H), 7. 48-7.55(m,2H), 8.48(s, 1H). 

[0 5 7 5] mi&&H2 N'-(2-(5-y f;W2- < y^u^ 
^/U-l, 3-^-^-^^-/1-4-^^/^^^) T ^ J 
-y fcf u (4H-3, 1— O^^^i^v^V-4, 4' -t°-<y 

[0 5 7 6] 
lit 9 8} 




HNx^O 



[0 5 7 7] (5-y ^VU-2—T yyp^;l/-l, 3-^-^r-y- 
/l-4— f/V)^yP3R^H (0.026g) (D^it^^U^ 
(2ml) SiKfc:, gIThyxf;W7^ (0.02ml) R 

m, N-br^(2-**y-3-***> f y v^/w)*;*:?^ > 

WoJK (0.033g) SriP*.40^«i*Ufc o EJftttfc* 
i@.T\ N* - (2-T ^ y 31 ^/u) -6-y t° d (4H-3, 1- 

^>-y^^i/:/-4,4'-t 0 -<y ^ >0 -2 (1H) (0. 03 

5g, mmrn 4 ) ru* h y xf/ur * >- ©. 02ml) &m?l 

^to*fift***«wTiJfc*«, h y *-McT 

A-y * y -A- (5%) ^T-SBBLWaSi-rartlcJ; 
19, *Hfb-&« (0.030g, iR«p:58%) £fi£.@#:£ L 

[0 5 7 8] Mass (FAB) m/z : 425(M+H) + . 
1 H-NMR (CDCI3 ) d : 2. 10-2. 20 (m, 4H) , 2. 14 (s, 3H) , 2. 
30(s,3H), 2. 65 (s, 3H),2. 65-2. 80 (m, 4H) , 2. 80-2. 95 (m, 
2H), 3. 50-3. 60(m, 2H), 5.38 (s-like, 1H), 5.92 (s-li 
ke, 1H), 6. 76 (d, J=8. OHz, 1H), 6.95 (s-like, 1H), 7.04 

(d-like, J=8. OHz, 1H), 7. 45 (m, 1H), 8. 86 (s, 1H). 

[0 5 7 9] HJE0U43 N* - (2- (2-^>vM^3r v^y^ 
yU-5-y ^/u-1, 3-^" if y — yl/-4- id jV^^jV) t %. J ^ 
^U-)-6-y b°n (4H-3, 4' 

-t°-<y v^v)-2(ih)-^-> 

[0 5 8 0] 
lit 9 9] 



[0 5 7 3] 5-y ^-1,3-^^r-y-y — /V-4 



50 



HN^O 
O 

[0 5 8 1J 2—Oiy/V^r^r\y^ 3-^ 

m T iR*64% T*Hf Sr»fc. 

[0 5 8 2] Mass (FAB) m/z : 505(M+H)\ 
1 H-NMR (CDC1 3 ) 5 : 2. 05-2. 25 (ra, 4H) , 2. 29 (s, 3H) , 2. 
60-2. 95 (m, 6H), 2. 65 (s, 3H) , 3. 49-3. 60 (m, 2H) , 4.54 
(s, 2H), 4. 64(s,2H), 6. 73 (d, J=7. 8Hz, 1H) , 6.96(s, 1 
H), 7. 03 (d, J=7.8Hz, 1H), 7. 20-7. 45 (ra, 5H) , 8. 43 (s, 1 
H). 

[0 5 8 3] H5£#]44 N , -(2-(N-^rc^/WTir^ L /i-)T 
^ /xf/U)-6^f;W^fc 0 D (4H-3, l^W^^M*- i? 
>--4,4*-t: e -<y ^»-2(lH)-*^ (*?§Wb^44) 

[0 5 8 4] 

[fbi 0 0] 




t0 5 8 5]N' -i VT J * f;^6-^ fvU-* fc°n (4H-3, 1 

-'O^yd-^^^-^^-tr^y ^>-)-2(ih)-^-v (0. 1 

Og) Or h7t KD77 V Oral) ^tc, Tk^T, 1. 
(0.73ml) SrlO^-ejSTL, 0°C(CT5B^*^L 

(5ml) jgffilc: h y ^^vUT * > (0.062ml) SrJPx_, 
tR^T^ 7 ^— /UT-fefvu ^d!)K (0.054ml) £r*P*L45 

S»-#-hy»AKTie»Lfc D ttSUft. SfflE«:«JGET« 

|CttU ^an^A-^^y-/U (7%) ICTSBBL 
»«-r5ri:fcJ:9, (0.055g, i&^:38 

%) «rift7^77^4:Lt»fc. 

[0 5 8 6] Mass (FAB) m/z : 394 (M+HV . 
'H-NMR (CDCh ) 6 : 1.65-1. 80 (m,2H), 1. 95-2. 05 (m, 2 
H), 2.40(s, 3H), 2.45-2.65(m,6H), 3. 25-3. 35 (m, 2H) , 
3. 61(s,2H), 6. 10 (ra, 1H) , 6.68(m, 1H), 6,92 (s,lH), 7. 
08 (m, 1H), 7. 25-7. 40 (m, 5H) , 7. 46 (bs, 1H). 

[0 5 8 7] HJ£0!l45 N'-(2-( (4-*^y/U) :7m^ 



( 40 ) 2001-278886 
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/U7tf;U) 7^7 ze^vi^)-6-^ ^/V-* t°n (4H-3, l--< 

{t^45) 
[0 5 8 8] 
[ft 1 0 1 ] 



10 




[0 5 8 9] 4-^^-y ;U7i^l*» (Collect. Czec 
h. Chem. Commun. , 1996, 61, 342-354) £r/8^T!!J& 

[0 5 9 0] Mass (EI) m/z : 495 (M* ). 
"H-NMR (CDCI3 ) 5 : 2. 00-2. 20 (ra, 4H) , 2.29(s,3H), 2. 
70-3. 00 (m, 6H), 3. 40-3. 50 (m, 2H) , 3. 62(s,2H), 6.61 
(d, J=8. 0Hz, 1H), 6. 90 (s, 1H), 7. 00-7. 50 (m, 13H) . 

[0591] mm®m if-G-a^^y^yt** 

20 A-3-Tir^Vi") T ^ y m^v^)-6-;rf t°a (4H 

-3, l-^V^r^l^V-4, 4'-fcV<y V)-2(1H)-^" V 
(**9Wb**46) 
[0 5 9 2] 

Ut 1 0 2 ] 




[0 5 9 3] (1, 2-^O'yV y^*;/— 

[0 5 9 4] Mass (EI) m/z : 434(M* ). 
1 H-NMR (CDCh ) 5 : 1.80-2. 05 (m,4H), 2.40(s, 3H), 2. 
50-2. 65 (m, 6H) , 3. 35-3. 40 (m, 2H) , 4. 00 (s, 2H) , 6.70 
(d, J=8.0Hz, 1H), 6. 75-6. 85 (m, 1H), 7.03(s, 1H), 7.07 
(d, >8. 0Hz, 1H) , 7. 30-7. 40 (m, 1H), 7. 50-7. 60 (m, 2H) , 
7. 82 (m, 1H), 7. 92 (s, 1H) . 
40 [0 5 9 5] ^M&U7 N' - (2- (5-* ^)V-^-y ^ ^/U- 
1, 3-^-^f-y— /U-2-*/U^^/W)T ^ 7 oi^yl.) -6-y <^ 
;\s-7s\fu (4H-3, l—O-^^-^r^^V-4, 4'-fcV<y v>» 
-2(1H)-tJ-^ (*«Wfk^*47) 

[0 5 9 6] 

[fbl0 3] 



( 41 ) 



12001-278886 




80 



[0 5 9 7] 5-^/1— 4-:7^^/Wl, 3-^^;/— /I/-2 
-^/U^Vft^^vi^n^Tvu (0. lg) Ofh7t Ko7 
=7> (4ml) -* (lml) BHKK, *BMfcy^*A (0. 
Ollg) *:iD*155HW*bfc- *«t«:«HET«*L|t« 
aSWN-^^fy^y^T^ K (3ml) **Px. % 

N'-(2-T ^ / ^^-/W) -6-^ ^/l—^ tfn (4H-3, l-^y 1 / 
**^^^-4,.4'-tf^!; V) -2 (1H) Zlifclfcitt 

(o. i5 gf *BtW7) % i-t Ko^w-^y/fyr/ 

—/I- (0.07g) >5:t>*l-^^-/l--3-(3-v ? ^ =f-/VT ^ / 
\f;v)$;vi$V4 * K tUMtt (0. lg) SriPx.. ^?>KJ£ 
iKUl h y =cf/UT 5: > (0.215ml) SrJP*.T*«^T 3 



10 



BitSr^y ^ h^57^H:#U 

p^v^^y-/u (5%) t-TJg^UJftMi-^r £ 
(0.021g, lRsp:ll%) SrSfeT^r 

As7T*b LTUfc. 

[0 5 9 8] Mass (EI) m/z : 460(M + ). 
1 H-NMR (CDC1 3 ) 6 : 2. 10-2. 20 (m, 4H) , 2. 30 (s, 3H) , 2. 
63 (s, 3H), 2. 65-2. 75 (m, 4H) , 2. 80-2. 90 (m, 2H) , 3.55- 
3.65(m,2H), 6. 71 (m, 1H), 6. 98 (s, 1H) , 7.45(m, 1H), 7. 
30-7. 70 (m, 6H) , 8. 09 (bs, 1H) . 

[0 5 9 9] HJ£#ij48 N' -(2- (5-tert-;/ h^r^/^ 
~/W4, 5,6, 7-^ h7t Knz-l,3-^^r^^a[5,4-c]t: 0 

(4H-3, 4 , -t°-<y S^)-2(1H)-* 

[0 6 0 0] 
litl 0 4] 




[0 6 0 1] 5-tert-:/ h^^;^;M,5,6,7-f h 
7t Ka-l,3-^-^rf-^n[5,4-c]k°y V-2-7t7/U^ V 

[0 6 0 2] Mass (FAB) m/z : 526(M+H)\ 
1 H-NMR (CDC1 3 ) 5 :1.48(s, 9H), 2. 10-2. 15 (m, 4H) , 2. 
33 (s, 3H), 2. 65-2. 75 (m, 6H), 2. 80-2. 85 (m, 2H) , 3.55- 
3. 60(m,2H), 3. 70-3. 80 (m, 2H) , 4. 58 (s, 2H), 6. 68 (m, 1 
H), 7. 00 (s, 1H), 7.05(m, 1H), 7. 36 (bs, 1H), 7. 56 (s, 1 
H). 

[0 6 0 3] N'-(2-(4, 5-^fc: Knf7 h[l, 

t°n(4H-3, l-^V>^^1^:/-4,4'-fc 0 -<y -2 
(lH)-^-> (**Wft^«49) 
[0 6 0 4] 

Uki 0 5] 



30 




40 



[0 6 0 5] 4,5-v^fc Knf7 h[l,2-b]^^-7^>--2- 

[0 6 0 6] Mass (EI) m/z : 487 (M* ). 
'H-NMR (CDCI3 ) 6 : 2. 10-2. 20(m,4H), 2. 32 (s, 3H), 2. 
70-3. 00 (m, 10H) , 3. 55-3. 60 (m, 2H) , 6. 60-6. 65 (m, 1H) , 
6. 74 (m, 1H), 6.99(s, 1H), 7.06(m, 1H), 7. 15-7. 25 (m, 3 
H), 7. 35-7. 45 (m, 2H) , 8. 29 (s, 1H). 

[0 6 0 7] N'-(2-(N->^ a^^jU^ 

isX/b^—A^T $ J ^^/V) -6-^ ^/W* b°n (4H-3, 1- 

* ^o^ar-^^v-^^-tr^y ^»-2(ih)-*> (*« 

50 [0 6 0 8] 



( 42 ) 



81 



[ffcl 0 6] 




[0 6 0 9] cz^^rif/— /u (o. lg) <omt^^\y 

is (2mi) s»i:taT, ^yyotvuxf/wr^y 

(0.174ml) M4-^FP7i^up^;M-f 10 

(o.2oi g ) *rjp*.i9i*nwi»ufc D KJtm^tmm^ 

hy ^fgilf: 0 *sa«. 

^3r>W 4-~ h u^m^yP^ — /Jf-^— h £r#fc 0 Ceo 
hffc£ N*-(2-T^ y^^)-6-^^/ix-^ t° 

0 (4H-3, 4'-fc°-<y v^V)-2(lH)- 
^ — tttttt (0.05g, M3t#j7) (DN.N-v 5 ^^-/^^ 
AT; K (6ml) iSi{:hyxf;U7^y (0.08ml) 

«rjp*.Ti5i*iuni»ufc. Kfcm\c* t mm^^zL* 20 
«u *RTfii&ft4tm&\z.xm&&, b v 

£v-y #yVW¥)f^ n-^ h^y 7>r— iCttU ^nn* 
M-tfS-A, (5%) tci-CJSBBLWfS-rart^J; 
f9 , mmit^m (0. 003g, Ifcifs : 5 %) £4*§feT^e/u;7 

[0610] Mass (FAB) m/z : 402 (M+H)* . 

1 H-NMR (CDCh ) 6 : 1.30-2. 14 (m, 16H), 2. 32(s,3H), 

2. 53-2. 84 (m, 4H), 3. 24-3. 35 (m, 2H) , 4. 59-4. 69 (m, 1H) , 30 
5.05-5. 13 (ra, 1H), 6. 65 (d, J=7. 8Hz, 1H) , 6.98(s, 1H), 

7. 04 (d, J=7. 8Hz, 1H). 
[0 6 11] mt&fflSl N'-(2-(l-tert-^ h3r*>#/Usjf 

^ ^vU-* fc°n (4H-3, l-^y/t^t^y-i 4' -tx y 

^»-2(lH)-^-V (**W<k^*51) 
[0 6 12] 

[ffci 0 7] 




H 



o 1 



40 



[0613] N-tert-y h drv^*;W#r:;i/ 1°-< y v^V-4- 

[0 6 14] Mass (FAB) m/z : 503 (M+H)-. 
'H-NMR (CDCI3 ) 6 :1.46(s,9H), 1. 52-2. 17 (m, 8H) , 2. 
32(s,3H), 2. 53-2. 85 (m, 6H), 3. 12-3. 38 (m, 4H) , 3.64- 
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3. 80 (m, 2H) , 4. 76-4. 87 (ro, 1H) , 5. 10-5. 20 (m, 1H) , 6. 69 
(d, J=8. 1Hz, 1H) , 6. 97 (s, 1H) , 7. 04 (d, =8. 1Hz, 1H) , 7. 7 
9(bs, 1H). 

[0615] mi&mS2 N' -(2-(2-Tir^yW-5-^ 3vU- 
1, 3-^-^f-y— ;l^4-%/U7$z=.jU)T $ /^^/U)-6-^ =7- 
/W-^tfn (4H-3, l-^^^f- v^-4, 4 , -t°-<y i?» 

[0 6 16] 
[<tl0 8] 




[0 6 17] N'-(2-(5-^ ^yU-2—f y^n^^/U-l, 3- 

.X tr°n(4H-3, 4'-t°^y v^y) -2 

(lH)-*-> (0.023g) Of fc (1.5ml) - 

* (0. 5ml) jgfifcfcl^LT. N-p< ?vHE-/U/fc V > N-^^r 
v-K (0.019g) RXfiBWt<k*x$i>J* (0. OlOg) SrJrax: 
4. 5B»IBHI»Lfc. R&micffiQttGOk-r bVVJ»* 

uu7fr;UJ±-J ? (10:1) MTtttti 

L N *JBSr5EfC^.ni3^/UA-^^y— (10 : 1) fCT 

MtfoiX^aiS^^ H5t K077V (l.5ml) -7k 
(0.5ml) flWSlnMT, l3?*|lthy!?A (0.033 
g) SrJP*.2l*IBJi»Ufc 0 tK^T, Sffiffif-*i:^cz 

*Wth»!>AKtiaiLfc. USUAL *tttS:«£ET 

"C#L, ^Pn^A-^;-/l/ (5%) f-TMP*! 
U»«i-5ri^«t9, mMik&VO (0.016g, lK*:70 
%) LTftfco 

[0618] Mass (FAB) m/z : 427 (M+H)' . 
'H-NMR (CDCI3 ) 5 : 2. 10-2. 20(m, 4H), 2.31(s,3H), 2. 
30-2. 95 (m, 6H) , 2. 66 (s, 3H), 2. 75 (s, 3H), 3.50-3.65 
(m, 2H), 6. 74 (d, J=7. 8Hz, 1H), 6. 96 (s, 1H), 7. 04 (d, J= 
7. 8Hz, 1H), 7. 41 (m, 1H), 8. 48 (s, 1H). 

[0 6 19] 3gJS#ij53 N , -(2-(2-t KP^^f/W5- 

* f/Wl, 3-^-^-9" A^-^UsK—AO T ^ J 

-6-^ ^vWvl t°D (4H-3, 1— <V^^-^-9-^>-4, 4' -fcV< 
y ^V)-2(1H)-*V (*3BWfb-&»53) 

[0 6 2 0] 

Utl 0 9] 



50 



( 43 ) 
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HN^O 

T 



[0 6 2 1] N' - (2- (2--< > ^yl—5- t^/V 
-1, 3-^**;/— /W-^UjeK^/U) T^J J.^/W) 6-^ ^ 
(4H-3, 1— 4*-fcV<y i>» 
-2(1H)-^"^ (0. 21g) (D^& / — )V (6ml) jg^, m 
MTl.0M-m.m-^? S — fr&ftL (0.42ml) Rmo%s<9 
v^A-^ift (0.042g) ^DX.T, mEEOTk^#IS^T 

#5>ixfcSSaE{-^ Dn^/i/W ^y— (10%) £JP 
X., 10%*BHfc-*- h y ^A7K^(CTpH12t I, 7K^*D 
^t»SL, 35 l-*Jl£r ^ n d/fc/W*-^ $ (10 

-Y— KlttU ^ n U7fwUM>-J ? J — /U (8%) \CXm 

mLmm-tz^ ti^x *Hft^« (o. i66 g , 

96%) tefeH#i:L"C»fc. 

[0 6 2 2) Mass (FAB) m/z : 415 (M+H)* . 
1 H-NMR (CDC1 3 ) 5 : 2. 00-2. 25 (m, 4H) , 2. 31 (s, 3H) , 2. 
61(s, 3H), 2. 60-2. 75 (m, 4H) , 2. 80-3. 00 (m, 2H) , 3.54 

(t-like, J=6. 6Hz,2H), 4. 59 (s, 2H), 6. 76 (d, J=7. 8Hz, 1 
H), 7.00-7. 10 (m,2H), 7. 83 (s, 1H). 

[0 6 2 3] %lfcOT54 N'-(2-(3'-:7ni^/H> W K) 
^^yU-)-6-^ b°n (4H-3, 1-^W;*-** v> V-4, 

^-tr^y ^)-2(ih)-*> (*3BW{k-&«54) 

[0 6 2 4] 
[ftllO] 




[0 6 2 5] N'-(2-T; y^^/V)-6-^ ^/W-^t°a(4H 
-3, l-^vy^-^v^-4, 4*-fcXy i/^)-2(l\i)-*> 

(0. 020g, »ag0»j4) (DrF7t (1.5ml) 
i^JKtil, IST7x^/Mym^h (0.024ml) £r 

iox, eo°c^X20BmmWLtz 0 iKtrUETMlff 

(6%) t-TJgBBL»»i-5r ijcj: 
0, Sif^fe <0.018g, IR*:66%) frftfettttttJ: 
Ltlfco • * 

[0 6 2 6] Mass (FAB) m/z : 395 (M+H)* . 
1 H-NMR (CDCI3 ) 6 : 2. 00-2. 20 (m, 4H) , 2. 31 (s, 3H) , 2. 



10 



20 



30 
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65-2. 97 (m, 6H) , 3. 35-3. 50 (m, 2H) , 5. 71 (m, 1H), 6.74 
(d, J=8. 1Hz, 1H), 6.88 (s-like, 1H), 7. 02-7. 15 (m, 2H) , 
7. 25-7.40(m,4H), 8. 61 (s, 1H). 

[0 6 2 7] 31*60955 N* - (2- (4, 5, 6, 7-T" h7t -Kp- 
1,3-^^if /n[5, 4-c]fc°y ^^/^^IT; / 
^^vU)-6-^ ^/W* fc°n (4H-3, l-^^y^^v^-4, 
4 , -b°-<y i^V)-2(lH)-^-^ — hy7/^nft»4S (* 

[0 6 2 8] 

[fbiii] 




[0 6 2 9] N , -(2-(5-tert-^h^->^7/l-^^/l--4, 5, 
6, 7-7" h7t Kd-1, 3-d"** [5, 4-c]tfy i?ls-2- 
Jj;\s^-/V)7^ /xf;l/)-6-^ fyl/-X h°n (4H-3, 1— < 
> * * v> >-4, 4' - 1°-< ]) is is) -2 ( 1 H) -zt ^ §r ffl V * T 

3 1 n*©*ttfcr*i«fls-fr««r43%oifc*-e» 

[0 6 3 0] Mass (FAB) m/z : 426(M+H)\ 
1 H-NMR (DMSO-dU ) d : 2. 20-2. 40 (m, 7H) , 2. 80-2. 90 (m, 
2H) , 3. 60-3. 70 (m, 4H) , 4. 46 (s, 2H) , 6. 83 (d, J=8. OHz, 1 
H), 6. 96 (s, 1H), 7. 1 1 (d, J=8. OHz, 1H) , 9. 20 (s, 1H), 9. 
55-9. 75 (m, 2H) , 10. 29 (s, 1H). 

[0 6 3 1] mi&ffl56 N'-(2-(5--<>'yV/l'-4, 5,6, 7- 
hy t KP-l,3-t^rt/n[5,4-c]fc e y 5^-2-#/l' 
#-/U)T ^ y^c^/U)-^ tf n (4H-3, i-^< y/t^t v> 
>--6->^/P-4,4'-t°^y v^V)-2(lH)-^-V (*3BWft 
^4^56) 

[0 6 3 2] 

[ftll2] 




vO 

H 



50 



[0 6 3 3] N'- (2- (4, 5, 6, l-*r b 5 t Ka-l,3-^t 
'/p[5, 4-c] fc° y ^^-2-^yU/^^^) T ^ / Ji^/U)-6- 
^ ^-/W^ b°P (4H-3, 1— <V^**S?>'-4 I 4' -tf^ty 
S^^)-2(1H)-*^ ZMJ7/WtPft8S (0.067g) CO 
Sft^fl/V (3ml) ^ffi^hy^^7WT^V (0.051m 
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1) SrJP;L, HJCTk^T^O-^-r^^ cr ]) K (0.013ml) 

h^7 7^-iCftU 9 o nz/^/l^-^ — (5 
%) T*KBBLT^JB{fc-&4& (0. 043g, : 79%) £6 

fe7*/W7 r * t Ltftfc. 

[0 6 3 4] Mass (FAB) m/z : 530(M+H) + . 
1 H-NMR (CDC1 3 ) 5 : 2. 10-2. 20 (ra, 4H) , 2. 32 (s, 3H) , 2. 
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65-2. 90 (m, 8H) , 3. 55-3. 65 (m, 2H) , 6. 76 (d, J=8. 0Hz, 1 
H) , 6. 98 (s, 1H) , 7. 05 (dd, J=8. 0, 1. 0Hz, 1H) , 7. 40-7. 5 
0(ro,6H), 8.68(s, 1H). 

[0 6 3 5] HJ60U57 N'-(2-(5-v'W^e>f A-4, 5, 6, 
1-7- h^b Ko-1, [5,4-c] t°y v?y-2-^7 

T x / ^^vu) -6-^ (4H-3, l-'O 

4' -t°-<y -2 (ih) -;*->- 

^#157) 
[0 6 3 6] 
10 litl 1 3] 




[0 6 3 7] H16«56i:IB«<Z>*ffifcTlR*81%-e*« 
fb*4fc*r eftT*^ r * t L-C#fc„ 

[0 6 3 8] Mass (FAB) m/z : 556 (M+H)* . 
1 H-NMR (CDC1 3 ) 6 : 2. 10-2. 20 (m, 4H) , 2. 32 (s, 3H) , 2. 
65-2. 90 (m, 8H) , 3. 55-3. 65 (m, 2H) , 3. 90-4. 05 (m, 2H) , 
4.84(bs, 2H), 6. 77 (d, J=8. 0Hz, 1H), 6. 85-6. 95 (m, 1H) , 
6. 98 (s, 1H), 7.04 (dd, J=8. 0, 1. 0Hz, 1H) , 7. 35-7. 60 (m, 
6H), 7. 73 (d, J=15. 0Hz, 1H), 8. 79 (s, 1H). 

[0 6 3 9 ] ^^«8 N' -(2-(4-fc°^ \) iS/Ujj/Utf^ 
/U)T ^ / zr.=f->V) -6-^ b°u (4H-3, l-^^SUr* 

lfv^-4, 4' -fcT^y v^^)-2(lH)-^-V y'yw^-a 

[0 6 4 0] 



NH 




2TFA 



HN^O 



[0 6 4 1] N' -(2-(l-tert-^ h /U sS=. /l-4-fc 0 

vM^/l^—AOT ^ J m^/P)-6-^ ^/U-* t°n (4 
H-3, l-^^^^-^rf-^^-4, 4'-t°-<y v>>-)-2(lH)-;*-> 

[0 6 4 2] Mass (FAB) m/z : 387(M+H)+. 
1 H-NMR (DMSO-de ) 5:1. 65-1. 94 (m, 4H) , 2. 33 (s, 3H) , 
2. 15-2. 50 (ra, 5H), 2. 82-2. 97 (m, 2H) , 3. 20-3. 64 (m, 10 
H), 6.83(d, J=8. 0Hz, 1H) , 6.96(s, 1H), 7. 10 (d, J=8. OH 
z, 1H), 8. 30 (bs, 1H), 8.40-8. 56 (m, 1H), 8. 71-8. 85 (m, 1 
H), 10. 16-10. 35 (ra, 1H), 10. 29 (s, 1H) . 

[0 6 4 3] 31*60(159 N'-(2-(4-b: 0 -<y *?A,Hr**/j] 



20 /U-xK^/U) 7^/ -6-^ =f~;V~^ fc°u (4H~3, 1— <> 

j/***^-^ 4'-tv<y v^»-2(ih)-^-> zhy7 

[0 6 4 4] 
[ft 1 1 5 ] 



O k^NH 



30 



40 




HN^O 



•2TFA 



O 

[0 6 4 5] N'-(2-(l-tert-^>^->^7/l-^^/l-4-t: 0 
t°n (4H-3, l-^vy^^v^-4, 4'-fcV<y is » -2(1 

[0 6 4 6] Mass (FAB) m/z : 403(M+H)\ 
1 H-NMR (DMSO-d* ) 6 : 1. 66-1. 80 (m, 2H) , 1. 97-2. 09 (m, 
2H), 2. 18-2. 42 (m, 4H),2. 33 (s, 3H), 3. 02-3. 48 (m, 12H) , 

4. 74-4. 85 (m, 1H) , 6. 82 (d, J=8. 0Hz, 1H) , 6. 95 (s, 1H), 
7. 10 (d, J=8. 0Hz, 1H), 7.47(bs, 1H), 8. 52-8. 70 (m, 2H) , 
9. 73-9. 90 (m, 1H) , 10. 28 (s, 1H) . 

[0 6 4 7] mmmeO N' - (2- (N-tert-:/ h * /Utf 
^/U-N-^ f)V) T ^ J ^=f-/V) -6-^ h° n (4H-3, 1 

* * & >-4, 4' - fcV* y V) -2 ( 1H) V (* 
»Wffr&*60) 

[0 6 4 8] 

i i 6 ] 



50 



87 

HN^O 



[0 6 4 9] 6-y ^Vl-.Xfc 0 n(4H-3, l-^y/t^rt^ 

v-^'-tf-^y v^yj^dHj-ty h y 7^toft^t 

(0.4g, ®Bt#l3) ^2-(N-tert-^ h^iX^^^^/WN 
/l-)T ^ 7 y ^ V^A^^ — h (1. 17g) CO 

N,N-v^ ^/U*/l^T ^ K (4ml) MmiZhV^^T 
(0.97ml) ^iJDx., 6O c C(£T270#Fflfli££ L> Sft 

tCf+U ^nD^^y-^ (3%) ^tt}^^r L 
mMit&m (0.027g, i|SM£: 6%) £6fe@f*:<!:L 

[0 6 5 0] 1 H-NMR (CDC1 3 ) 8 : 1. 47 (s, 9H) , 2. 11 (ro, 
4H), 2. 31 (s, 3H), 2. 57-2. 61 (m,2H), 2. 65-2. 74(m,2H), 
2. 83-2. 93 (m, 2H) , 2.91(s, 3H), 3. 39 (bs, 2H), 6. 79 (m, 1 
H), 6. 96 (s, 1H), 7. 05 (m, 1H), 9. 32 (s, 1H). 

[0 6 5 1 ] mtkffl61 N , -(2-(N-v->"^^^/L-N-^^ 

/u) r * y ^^viO-6-y t°u (4H-3, i--<y/^ 
i) 

[0 6 5 2] 

[fti i 7] 




[0 6 5 3] N* - (2- (N-tert-^ h ^rv'*/ /l^N-y 
^vlO T * y ^^/V) -6-y TvW* t°n (4H-3, 1--<V^^- 
**$^-4,4'-fcV<y v^>-)-2(lH)-^-> (0. 027g, |£i£ 

0U6O) o^ky^u^ (imi) MciiaT, hy^/u 

tpRi (0.5ml) £*D;i30#R8»#L*: o SJcE*SSr« 

75 K (1.5ml) giiaUxf/UT^y (0.024ml) R 
l>yyt^;^0!) K (0. 014g) £#D;t 3 0$riW L 

it. Kftm^Tk t br^^^^t^ms u mmm* 

ICf+U ^ nn*/UjU-y ^y-/U (6%) fgffi^i: L 
ftflfc-frtt (0.024g, JR*:80%) £6fc@ft:i:L 

[0 6 5 4] Mass (FAB) m/z : 420 (M+H)' . 
1 H-NMR (CDC1 3 ) 6 : 2. 05-2. 10 (m, 4H) , 2. 25 (s, 1. 5H) , 
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2. 30 (s, 1.5H), 2. 70-2. 92 (m, 6H), 3. 10-3. 21 (s, 3H) , 3. 
59-3. 70 (m, 2H) , 6. 76-7. 09 (m, 4H) , 7. 32-7. 39 (m, 3H) , 
7. 52-7. 54 (m, 2H) , 7. 66-7. 73 (m, 1H) , 8. 92 (s, 1H) . 

[0655] mmme>2 n'-o-cn— o-yy/w ^y)-n 

-~f* tVU)-6-y ^>V-* t°C7 (4H-3, l-^ls^ttWls 
-4,4*-^^ v?^)-2(lH)-^^ <*»9§ffrfr*62) 

[0 6 5 6] 

[ft 1 1 8 ] 



10 




[0 6 5 7] N' -(3-7 5 /-n-^n tVW) -6-y ?vU-;* fc° 
n(4H-3, 4'-b°-<y ^>-)-2(lH)- 

^->SrfflV>Tj|j6fe^35i:[^^^rffitCTiR^75%T^® 

[0 6 5 8] Mass (EI) m/z : 393(M*). 
20 'H-NMR (CDCI3 ) 6 : 1.85-1. 90 (m, 2H), 2. 35 (s, 3H), 2. 
65-2. 80 (m, 4H) , 2. 95-3. 00 (m, 2H) , 3. 60-3. 65 (m, 2H) , 
6. 77 (d, J=8. 0Hz, 1H), 6.85(s, 1H), 7. 06 (d, J=8. 0Hz, 1 
H), 7. 40-7. 55 (m, 3H) , 7. 80-7. 85 (ra, 2H) , 8. 31 (bs, 1H), 
8. 70 (bs, 1H). 

[0 6 5 9] HJ60U63 N * " (4- (N-<y/^ /U7 ;/)-n 

-r/fvu) -6-y 9vw ^ b°o (4H-3, i-^< y/t^tv'y- 

[0 6 6 0] 
[ft 1 1 9 ] 




[0 6 6 1] N* -(4-7 ? y-n-^^/W)-6-y ^/W-^ t°n 
(4H-3, 1— O-'/^-^r -9-^^-4, 4'-b°-<y v>V)-2 (lH)-:* 
V£/B^T|l;fe#J35 £ 
^SrMfe7^v^r^i LT#fc„ 
40 [0 6 6 2] Mass (EI) m/z : 407 (M ). 

1 H-NMR (CDCI3 ) 8 : 2. 05-2. 20 (m, 4H) , 2. 30 (s, 3H) , 2. 
55-2. 75 (m, 4H) , 2. 90-3. 00 (m, 2H) , 3. 45-3. 55 (m, 2H) , 
6. 69 (d, J=8. 0Hz, 1H) , 6. 85-6. 90 (m, 2H) , 7. 04 (d, J=8. OH 
z, 1H) , 7. 40-7. 50 (m, 3H) , 7. 75-7. 85 (m, 3H) . 

[0 6 6 3] *«I#J64 N' - (4- (7- (4-y =c - 

3, 4-v?t Vv~t7? U>-2-% /ls?$~;l>)T * y-n-^^ 
/l^)-6-y ^Vl-* t°o (4H-3, 1— <Vy f ^^fifv ? ^-4 > 4' - 
- t°^y v^V)-2(lH)-^> (*»E{fr£4ft64) 
[0 6 6 4] 
50 [ft 1 2 0] 
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[0 6 6 5] 7- (4-^ ^-JW -3, 4- fc Kot7 

[0 6 6 6] Mass (EI) m/z : 549. 
1 H-NMR (CDC1 3 ) 6 : 2. 10-2. 20 (m, 4H) , 2. 28 (s, 3H) , 2. 
53 (s, 3H), 2. 50-2. 75(m,4H), 2. 85-2. 95 (m, 2H) , 2.92 
(t, J=7.8Hz,2H), 3.40-3. 50 (m,2H), 6. 23 (bs, 1H), 6. 68 
(d, J=7.8Hz, 1H), 6.94(s, 1H), 7. 02 (d, J=7. 8Hz, 1H) , 7. 
20-7. 25 (m, 4H) , 7. 37 (s, 1H) , 7. 40-7. 50 (m, 3H) , 7. 87 
(s, 1H). 

[0 6 6 7] HJte0i|65 tf-(2-(N-!7:n^/U;fr/W<*>f 
jU)zn^/U)-e-^ fyw^ tf n (4H-3, l-^V If i*>- 

-4,4'-*°-^ ^^)-2(lH)-*^ (*»9Hfrfr»65) 

[0 6 6 8] 

[ft 1 2 1 ] 




[0 6 6 9] N'-(2-^ hdr^/^x;l/xf/U)-6-^f 
/W^t°n (4H-3, l--<^:/^^rf-v ? >'-4, 4'-fcV<y v>» 
-2(lH)-^-> (0. lg, mmmi) <D*#;—;\s (lml) 

SSlcSfiT, HHMMfc-J- h V V&Tkmm (o.6mi) Sr 

m (0.9ml) CT^ftlU KJfc»«r««ft*Lrt:. »fo 
tL^Si^N-^^fy^/UAT^ K (4 ml) jgffifCl- 
t Kn^^y/MiT/^ (0. 08 lg) , l-3i^/W3 

(0. 114g) , T^yv (0.055ml) St;Mixf;l/7^ 
> (0.083ml) Sr*nx.^M(-T14B^ffi«fl5Lfco 

h y *-M£Ttt*l,fc 0 MUM*. *«E«:«ffiT«*U 

nbtiitmm&is y # ^^u^y^y^^z 

MU ^crnafvW*-^*/ — yi/ (5%) *gtti^<b LT 
mMik&m (0.03g, J|X*:26%) «:6feHtt£LT# 
fc. 

[0 6 7 0] Mass (FAB) m/z : 380 (M+H) * . 
1 H-NMR (CDCL ) 6 : 2. 10-2. 30 (m, 4H) , 2. 34 (s, 3H) , 2. 
60(m, 2H), 2. 74-2. 90 (m, 4H), 3. 02 (m, 2H), 6. 80 (d, J=6. 
4Hz, 1H), 6. 97 (s, 1H), 7.09(m,2H), 7. 34 (m, 2H) , 7. 52 
(d, J=6. 4Hz, 2H), 8. 79 (s, 1H) , 10. 80 (s, 1H). 

[0 6 7 1 ] mt&M66 N' -(2-(N-^ f;U-N-7 a 
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;U/^^;U)xf/U)-6-^ ^/W* tfn (4H-3, l-^VV'^ 
66) 

10 [0 6 7 2] 
[ftl2 2] 




[0 6 7 3] ^JSWSir^o^ffi^T^JSfk^SriK 

20 [0 6 7 4] Mass (FAB) m/z : 394 (M+H) + . 

1 H-NMR (CDCI3 ) 6 : 1.28-1. 86 (ra,4H), 2.29(s,3H), 2. 
53-2. 78 (m, 2H), 2. 96 (s, 3H) , 3. 13 (m, 1H), 3.61-3.72 
(m, 4H) , 4. 69 (m, 1H) , 6. 67-6. 74 (m, 5H) , 7. 02-7. 04 (m, 1 
H), 7.22-7. 26 (m,2H), 8. 19 (s, 1H). 
[0 6 7 5] H;5S0ij67 N' -(3-(l, 2, 3, 4-ir h 9 t Ko 
y^/ y /)-3-^V)7 P a M°/V)-%-^^;V-^\fti{4 
H-3, 1— <^y^-^^v ? >--4, 4 , -t°-<y ^V)-2(lH)-*> • 
<*»W{fc**67) 
[0 6 7 6] 
30 [ft 1 2 3] 




[0 6 7 7] *J60y65i:m«^*fffi^-C*«{k'&«SrlR 
*95%-e6feB<*i: LTt#f: 0 

[0 6 7 8] Mass (FAB) m/z : 420 (M+H) \ 
40 1 H-NMR (CDCI3 ) 8 : 2. 00-2. 02 (ra, 4H) , 2. 29 (s, 3H) , 2. 
63-2. 95 (m, 10H), 3. 72 (m, 1H), 3. 85 (m, 1H), 4. 68 (s, 1 
H), 4. 75 (s, 1H), 6.80(d, J=6. 4Hz, 1H), 6. 90 (s, 1H), 6. 
94 (s, 1H) , 7. 04 (d, J=6. 4Hz, 1H) , 7. 10-7. 24 (m, 3H) , 9. 3 
7(s, 1H). 

[0 6 7 9] HflS0ij68 N' - (2- (N- (3-* ^ V /U7 31^ 
;\s)t>;\"<^s( ;V)^=?-;v)-§-^=?-;v-7, \fu (4H-3, 1— < 
^^^^^^^-4, 4'-t°-<y v?^)-2(lH)-^>- (*^PJ 
• ffc*»68) 
[0 6 8 0] 
50 [ft 12 4] 
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[0681] 3-*^y A-r^y ^^m^^x%mmi 

LtWfc. 

[0 6 8 2] Mass (ESI) m/z : 482(M+H)\ 
1 H-NMR (CDC1 3 ) 8 : 2. 15-2. 35 (ro, 4H) , 2. 25 (s, 3H) , 2. 
60-2. 65 (m, 2H) , 2. 80-2. 90 (m, 4H) , 3. 00-3. 10 (m, 2H) , 
6. 69 (d, J=8. 1Hz, 1H) , 6. 99 (d, J=3. 4Hz, 1H) , 7. 05-7. 15 
(m,4H), 7. 25-7.40(ra,6H), 7. 45-7. 48 (m, 2H) , 7. 77 (s, 1 
H), 10. 94 (bs, 1H). 

[0 6 8 3] mM&m N'-(2-(3-<yX7>; b*7^~ 
/l<)nL^/U)-6-*^/U-* t°u (4H-3, 1— < V v>>- 

-4,4*-t°-<y -2 (ih) (*mwik&m9) 

[0 6 8 4] 
Ut 1 2 5 ] 




[0 6 8 5] 6-^ h°u (4H-3, l-^W^^U- v 5 

^_ 4> 4'- t ^y ^v)-2(ih)-^-^ h y y/u^-umm^. 

(0. lOg, Mi§0jJ3) Rv^2-(3-(N—<>y^/u)r^yy 

^-/l^m^/V J ? ^X/U7fr^— h (0.222g) (DN,N-v? 
^fMMT; K (1.5ml) mm^. MThli^f 

^r^y (0. 242ml) &toz.60X:icxmt?mMftL,ti o 
DD^A-^y^ (2%) Kifljgfflu *S{fc 

(0. 103g, IR*:78%) £ t LTt#^ 0 

[0 6 8 6] Mass (FAB) m/z : 456(M+H)\ 
'H-NMR (CDCI3 ) 5 : 2.03-2. 15 (m,4H), 2.27(ro,3H), 2. 
57-2. 86 (m, 8H) , 6. 76 (d, J=8. 0Hz, 1H) , 6. 95 (s, 1H), 7.0 
0(t, J=6. 4Hz, 2H), 7. 27 (t, J=8. 4Hz, 1H) , 7. 42-7. 56 (m, 5 
H), 7. 90 (d, J=8.4Hz, 2H), 8. 34 (s, 1H), 9. 24 (s, 1H). 

[0 6 8 7] 3I^J70 N'-(2-(3-^yX7^ K^m^ 
;V) -7, t° n (4H-3, 1— < > V ^ i? >-4, 4' - 1° 

[0 6 8 8] 
[ftl2 6] 



( 47 ) 2001-278886 
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[0 6 8 9] ^ b°n (4H-3, 1-^ >>V-4, 4' 

v>V)-2(lH)-^-V (J. Med. Che., 1983, 26, 657 
-661, ^^Bg57-193485-^^, #^0g58-15979^ 

10 m £fflv\ mmm69tmm<D^m^xmmit^^ 
m9i%x &&mt£t bT#7t 0 

[0 6 9 0] Mass (FAB) m/z : 442 (M+H)* . 
1 H-NMR (CDCI3 ) 5 : 2. 14-2. 16 (m, 4H), 2. 67-2. 76 (m, 4 
H) , 2. 84-2. 91 (m, 4H) , 6. 85 (d, J=8. 0Hz, 1H) , 7. 01-7. 08 
(m, 2H) , 7. 18-7. 32 (m, 3H) , 7. 46-7. 57 (m, 5H) , 7. 88-7. 9 
0(m,2H), 7.97(s, 1H), 8. 65 (s, 1H). 

[0 6 9 1] nMWl N , -(2-(3-(N-tert-^ h*is* 
/Uyf^/UT * y ) 7 31 ^;V) ^ ^/U) -6-^ fc° a (4H 

-3, l-^ls*/ijr*Wls-A 9 4'-t°-<y v^^UH)-;*-^ 
20 (*^^^^71) 

[0 6 9 2] 

lit 1 2 7 ] 




[0 6 9 3] 2-(3-(N-tert-^ h ^ ^ 
30 /) 7 * $ V £rffll\ ^Jg 

^j69<t|l]«CD^fe^T«®fl:^^ll5i^63%^efeia^ 

[0 6 9 4] Mass (FAB) m/z : 452 (M+H)* . 
'H-NMR (CDCL ) 5 :1.52(s, 9H), 2. 13-2. 19 (m, 4H) , 2. 
29 (s, 3H), 2. 64-2. 94 (m, 4H) , 6. 80 (d, J=8. 0Hz, 2H) , 6.8 
8(d, J=4.4Hz, 1H), 6. 95 (s, 1H), 7. 02 (d, J=7. 2Hz, 1H) , 
7. 16-7. 20 (m, 2H), 7. 23 (s, 1H), 9. 51 (s, 1H). 

[0 6 9 5] Mit#ij45 N'-(2-(3-T ^ / 7x^/U)xf 
/L-)-6-y ^Vl— b°c2 (4H-3, l--<yyt^t 4* - 
40 fcXy v>»-2(lH)-^->- 

[0 6 9 6] 

Iffcl 2 8] 




[0 6 9 7] N*-(2-(3-(N-tert-^ h^rv/^yU^^./V-T 
50 ^ y)7 zt.^/U)ol^/U)~6-^ f/WT. b 0 a (4H-3, 1— <^ 
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✓^^v^'-tr^y iS»-2(i}0-*> d.sog, 
iiwi) <omt^^^> d8mi) »j«tc^aT, hy 
y/u^-umm (i8mi) *jp^iB#r^ti^Lfc 0 sjsa^sr 

«aET»*SU fflFK^^i h V *-M< 

*«ffc£* (L53g, ifc*:£*tfj) 

[0 6 9 8] 1 H-NMR (CDC1 3 ) 5 : 2. 04-2. 15 (m, 4H), 2. 
33 (s, 3H), 2. 44-2. 84 (m, 6H) , 2. 90-2. 92 (m, 2H) , 3. 73 (b 
s,2H), 6. 53 (d, J=6.8Hz, 1H), 6.59(s, 1H) , 6.60(d,J=7. 
6Hz, 1H) , 6. 78 (d, J=8. OHz, 1H) , 6. 95 (s, 1H) , 7. 00-7. 08 
(ra, 2H), 9. 50 (s, 1H). 

[0 6 9 9] nmmi2 N'-(2-(3-(2-b°^V#/l^}f~ 
)V)T % J 7 -6-^ ^vU-* fc°u (4H-3, 1- 

^^^^^^^-4,4'-h°-<y v?V)-2(lH)-^"V 

[0 7 0 0] 
[fkl2 9l 




[0 7 0 1] N'-(2-(3-7; / 7^^/W)^.^/U)-6-p<^ 
t°p (4H-3, l-^VV^^I^V-4, 4' -fcV< y v^) 
-2(1H)~^-^ (0.082g, R3gfiS|45) RX$2-t?7iS> jj ;V 
tf>m (0.029g) ©t°ll^ (1.5ml) jtflfcle:. sit 
m^3r~>\o (0.019ml) &Mx.fc 0 2 R#|RH« 

h y !>Ai:tftl*U ttS'Iffe. «EETfc: 
*jK*B*L»aE*r^y jJ?)V2 w h^77^f-\cH 
U ^np^A-^;^ (2%) icJz^ttiU 

mmit^m (o.osig, nx*:48%) *sfei»tut# 

[0 7 0 2] Mass (FAB) m/z : 458(M+H)\ 
'H-NMR (CDC1 3 ) 5 : 2. 15-2. 26(m, 4H), 2. 30 (s, 3H), 2. 
69-2. 78 (m, 4H) , 2. 87-2. 94 (m, 4H) , 6. 78 (d, J=8. OHz, 1 
H), 6.99(s, 1H), 7. 04 (t, J=6. OHz, 2H) , 7. 33 (t, J=8. OH 
z, 1H), 7. 60 (d, J=7.6Hz, 1H), 7. 67(s, 1H), 8.59(s, 1H), 

8.81(s, 1H), 9.02(s, 1H), 9. 52 (s, 1H) . 

[0 7 0 3]IffiW3 N f -(2-^-y^-r^r^/UT^ J 
7 -6-^ fvW* fc° ci (4H-3, 1— < 
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^>-4,4'-.t: 0 -<y >?»-2(lH)-*> (*38K{b^«T7 
3) 

[0 7 0 4] 
Ut 1 3 0 ] 




[0 7 0 5] Sll(fiW37i:ia«^*ifeJc:"C*)H<fc^4fc*tt 

[0 7 0 6] Mass (FAB) m/z : 482(M+H) + . 
1 H-NMR (CDCI3 ) 8 : 2. 11-2. 16(m,4H), 2.29(s,3H), 2. 
64-2. 70 (m, 4H) , 2. 78-2. 85 (m, 4H) , 6. 68 (d, J=15. 6Hz, 1 
H) , 6. 75 (d, J=8. 4Hz, 1H) , 6. 96 (m, 3H) , 7. 02 (d, J=8. OH 
z, 1H) , 7. 32-7. 35 (m, 3H) , 7. 49-7. 67 (ra, 4H) , 7. 76 (d, J= 
15. 6Hz, 1H), 8. 10 (s, 1H), 8. 65 (s, 1H). 

[0 7 0 7] HSSW4 N'-(2-(3-(4-^ h 3r A-Tjfn 

n (4H-3, l-^y/t^rt^y-i 4'-h: 0 -<y v^)-2(lH)- 
[0 7 0 8] 



[fki3i] 




30 O 

[0709] mmm2tmm<Dxmzxmmik<£tm&i& 
m42%x~m&mfct tt#t 0 

[0710] Mass (FAB) m/z : 514 (M+H)* . 

1 H-NMR (CDCI3 ) 5 : 2. 14(bs, 4H), 2. 31(s,3H), 2.72- 
2. 79 (m, 4H), 2. 87-2. 90 (m, 4H) , 3.96(s,3H), 6.68(d,J= 
8. OHz, 1H), 7. 00 (s, 1H), 7. 04 (s, 1H), 7. 06 (s, 1H), 7.3 

2 (t, J=8. OHz, 1H) , 7. 49-7. 55 (m, 2H) , 7. 65 (s, 1H), 7.96 
(d, J=8. OHz, 2H), 7.97(s, 1H), 8. 16 (d, J=8. OHz, 2H) . 

[0 7 1 1 ] nM&\75 N , -(2-(3-(4-^7/U^>v'-<>'^/ 
40 ^^)7^y7x -/V)nL=f~jV) -6-^ ^vW* b° nz (4H-3, 1 

[0712] 
[{fcl 3 2] 



95 



( 49 ) 
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COM 



[0 7 13] N'-(2-(3-(4-^ y*i/jJJ\stf~;\"<>V'( 

)v) r % / y zn^/u)^/u)-e-^ ^vu-x tra (4H-3, i- 
^yy't^f^y-i^-t^y ^v)-2(ih)-;*-> (o.06 
ig) <n*$ /—)v (i.5mi) SSCifiT, iN-*lMb-?- 

h y * (o. 238mD st*dx.8o < c^t 3 mr$mw 

h y ^ACtftHU «3iJ«*«tSri*EET 
«*LIB»"*-Sr4:teJ:0*jHffc-fr4b (0. 048g, iR* : 
80%) SrfifeH#tLT#fc 0 

[0714] Mass (FAB) m/z : 500 (M+H)* . 
1 H-NMR (DMS0-d 6 ) 8 : 1. 91-1. 94 (m, 2H) , 2. 03-2. 07 (m, 
2H), 2. 23 (s, 3H), 2. 49 (s, 2H) , 2. 66 (s, 2H) , 2.77-2.79 
(m, 2H) , 2. 87-2. 90 (m, 2H) , 6. 77 (d, J=7. 6Hz, 1H) , 7. 02 
(t, J=8. 4Hz, 2H) , 7. 11 (s, 1H), 7. 27 (t, J=7. 6Hz, 1H) , 7. 
6l(d,J=6. 8Hz, 1H), 7.70 (s, 1H), 8.05(s,4H), 10. 08 (s, 1 
H), 10. 34 (s, 1H). 

[0 7 15] j|J60i|76 N'-(2-(3-(4-hD/<y^ 
/W) T S J 7 zc ^/V) ^vW-^ fc° o (4H-3, 1- 
-O-^^-^i^v^V-4, 4'-fcXy ^»-2(lH)-*V (#38 

[0 7 16] 
[fbl3 3] 




[0717] **W72-fcra«^*j£jcr*«<fc-&*srite 

*40%-eefeH*t L-C#fc 0 

[0718] Mass (FAB) m/z : 501 (M+H) * . 
1 H-NMR (CDC1 3 ) 6 : 1.89-1. 93 (m,2H), 2. 00-2. 07 (m, 2 
H), 2.23(s,3H), 2. 41-2. 49 (m, 2H), 2. 56-2. 64 (m, 2H) , 
2. 76-2.86(m,4H), 6. 76 (d, J=8. 0Hz, 1H) , 7. 03 (d, J=8. OH 
z,2H), 7. ll(s, 1H), 7. 28 (t, J=7. 6Hz, 1H) , 7. 61 (d, J=8. 
0Hz, 1H), 7. 68 (s, 1H), 8. 18 (d, J=6. 8Hz, 2H) , 8. 36(d,J= 
6. 8Hz, 2H), 10. 07 (s, 1H), 10. 50 (s, 1H). 

[0 7 19] mmm77 N'-(2-(3-(4-T * 4 
/Is) 7; y 7x -6-^ ^)V-7, H° u (4H-3, 1- 

^vy^^it-v^-4,4' -tr^y ^ v) -2 (m) 

[0 7 2 0] 
[ftl3 4] 



10 



20 



30 



40 




HNv^O 
O 

[0 7 2 1 ] N'-(2-(3-(4-^ hP^/>f/l/)7^ / 7 
rc - yu) 31 ^vu) -6-^ f;W7; fc° P (4H-3, l-^< >- V^^r 
v^-4, 4'-t°^y iy»-2(\H)-^-> (0. 039g) <D * ? / 
—)V (1.5ml) tSJR^10%^9^»?A"«* (0. 075g) «: 

/-/W (10%) ^r»RIU*«{k-&» (0.008g, : 
23%) ^SfeMatW: 0 

[0 7 2 2] Mass (FAB) m/z : 471 (M+H) + . 
1 H-NMR (CDCL ) 6 : 2. 05-2. 20 (m, 4H) , 2. 30 (s, 3H) , 2. 
67-2. 76 (m, 4H) , 2. 84-2. 92 (m, 4H) , 4. 05 (bs, 2H) , 6.69- 
6. 72 (m, 3H) , 6. 97-7. 05 (m, 2H) , 6. 99 (s, 1H) , 7. 25-7. 29 
(m, 1H), 7. 48(d,J=7.6Hz, 1H), 7. 52(s,2H), 7. 73 (m, 2 
H), 7.82(s, 1H), 8. 22(s, lH). 

[0 7 2 3] HJ60U78 N'-(2-(3-(4-h V 7;^D^f 

n (4H-3, 1— O-y^^ri^v^^-4, 4' -fcf-< y v>» -2 (1H)- 

[0 7 2 4] 
[ft 1 3 5 ] 




50 



[0725] mmwmtmm^mcxmmit^i 

[0 7 2 6] Mass (FAB) m/z : 524 (M+H) \ 
1 H-NMR (CDCI3 ) 5 : 2. 10-2. 13 (m, 2H) , 2. 26 (s, 3H) , 2. 
26-2. 42 (m, 2H) , 2. 79-2. 91 (m, 6H) , 3. 05-3. 07 (m, 2H) , 
6. 74 (d, J=8. 0Hz, 1H) , 6. 94 (s, 1H) , 7. 00-7. 03 (m, 2H) , 
7.28(d, J=8. 4Hz, 1H) , 7. 55 (s, 1H), 7. 63-7. 70 (m, 3H) , 
8. 03 (d, J-8. 0Hz, 2H) , 8. 65 (s, 1H) , 8. 85 (s, 1H) . 

[0 7 2 7] mM&m N'-(2-(3-(3-hy7/Vtn^f 
?Vs<Z/-/ ^ )V)T ^ J y =xl^/U)zt. -6- 
o (4H-3, l-^Z/^^v^-4, 4' - 1°-< ]) i/ Is) -2 ( 1H) - 
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[0 7 2 8] 
[ftl3 6] 




[0729] mmm72bmm<D%mzxmmik&m&tiL 

[0 7 3 0] Mass (FAB) m/z : 524(M+H)\ 
' H-NMR (CDC1 3 ) 6 : 2. 05-2. 24 (m, 4H) , 2. 27 (s, 3H) , 2. 
58-2. 69 (m, 4H) , 2. 78-2. 85 (m, 4H) , 6. 73 (d, J=8. OHz, 1 
H) , 6. 94 (s, 1H) , 7. 00 (d, J=8. OHz, 2H) , 7. 24-7. 29 (m, 1 
H), 7. 53-7. 59 (m, 3H) , 7. 74 (d, J=8. OHz, 1H) , 8. 12 (d, J= 
7.6Hz, 1H), 8. 21 (s, 1H), 8. 78 (s, 1H), 9. 15 (s, 1H) . 

[0 7 3 1 ] mm&iSO N'-(2-(3-(3-hP-<y^ 
^)T;/7x zc^jv) -6-^ ^vU-;* fc° n (4H-3, 1- 



( 50 ) 2001-278886 

98 

[0 7 3 8] Mass (FAB) m/z : 471 (M+H)* . 
1 H-NMR (CDC1 3 ) 5 : 2. 10-2. 15 (ra, 4H) , 2. 29 (s, 3H) , 2. 
62-2. 75 (m, 4H) , 2. 80-2. 92 (m, 4H) , 3. 88(bs,2H), 6.60 
(d, J=8. OHz, 1H) , 6. 81-6. 84 (ra, 1H) , 6. 97-7. 03 (m, 3H) , 
7. 19-7. 30 (ra, 4H) , 7. 50-7. 55 (m, 2H) , 8. 06 (s, 1H) , 8. 71 
(s, 1H). 

[0 7 3 9] mmmS2 N'-(2-(3-(2-~ Fd^/^ 
/V) 7 ^ 7 7 x^/U)xf ;W)-6-^ f /U-^ t°n («, 1- 
^V>^*1fi^-4 f 4'-fc 0 -^y ^V)-2(lH)-^> 
9§fM*82) 
[0 7 4 0] 
[ftl3 9] 



10 



[0 7 3 2] 
Ut 1 3 7 ] 




^I^IR 30 



o 

[0733] mmm72tmm(o^mcxmm 

*46%-e*feHfri Lt#fc. 

[0 7 3 4] Mass (FAB) m/z : 501 (M+H)\ 
1 H-NMR (CDCI3) 5 : 2. 03-2. 13 (m, 4H) , 2. 28 (s, 3H) , 2. 
55-2. 70(m,4H), 2. 75-2. 85 (m, 4H) , 6. 72 (d, J=8. OHz, 1 
H), 6. 94 (s, 1H), 7. 01 (d, J=8. OHz, 2H) , 7. 26-7. 31 (m, 1 
H), 7. 59-7. 66(m,3H), 8. 30-8. 34 (ra, 2H) , 8. 72 (s, 1H), 
8. 79 (s, 1H), 8. 84 (s, 1H). 

[0 7 3 5] rnMMSl N'-(2-(3-(3-T ;7^<>^ 
^)7;7 7x :e.^vU) ^/U-X fc° a (4H-3, 1- 
^^mtv^^^'-t^!] ^^)-2(lH)-^-V (*« 



40 



[0 7 3 6] 
[ffcl 3 8] 





20 [0741] mmm72kmm(D%mzxmM<k&m&i& 

[0 7 4 2] Mass (FAB) m/z : 501(M+H)\ 
1 H-NMR (CDCI3 ) 8 : 2. 05-2. 15 (m, 4H) , 2. 29 (s, 3H) , 2. 
65-2. 80 (m, 4H) , 2. 80-2. 95 (m, 4H) , 6. 55 (s, 1H) , 6. 71- 
6. 74(m,2H), 6. 97-7. 10 (m, 3H) , 7. 30 (t, J=8. OHz, 1H) , 
7.48-7. 73 (m,3H), 8.00(s, 1H), 8. 09 (d, J=8. 4Hz, 1H) , 
8. 53 (s, 1H). 

[0743] mm&m n'-(2-(3-(2-t^ /*<^S4 

A-)T ^ y 7 ^=.;U)^^/U)-6-^ fvu-;* b°u (4H-3, 1- 




[0 7 3 7] *lfi«77i:RI«<Z>*ffilCT»«{t:'&*SrI|R 50 



[0 7 4 5] H«60lJ77tlBI«O*jfe^T*jHfb-&*S:lR 

[0 7 4 6] Mass (FAB) ra/z : 471 (M+H)* . 
'H-NMR (CDCI3) 8 : 2. 08-2. 20(m,4H), 2. 29(s,3H), 2. 
65-2. 80(m,4H), 2. 80-2. 95 (m, 4H) , 5. 50 (bs, 2H), 6.69- 
6. 79 (m, 3H), 6. 97-7. 01 (m, 3H) , 7. 20-7. 34 (m, 2H) , 7.40 
-7. 55 (m, 3H), 7.89(s, 1H), 8. 75 (s, 1H). 

[0 7 4 7] mmmSA N'-(2-(3-(t°!; K-4-- 
tf^/U) T % jy ^ ~M ^^vO -6-^ ^/U-^ h° n (4H- 
3, 1— OSttWls-i. 4 , -t°-<y v^)-2(lH)-^> 



( 51 ) 



99 
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[0 7 4 8] 
lit 1 4 1 ] 




[0749] mmm72tmm(o^m^xmmit^^ 
m28%x*&&m&k Lxntc 0 io 

[0 7 5 0] Mass (FAB) m/z : 457(M+H) + . 
1 H-NMR (CDC1 3 ) 6 : 2. 04-2. 17 (m, 4H) , 2. 28 (s, 3H), 2. 
60-2. 71 (id, 4H) , 2. 80-2. 84 (m, 4H) , 6. 73 (d, J=8. OHz, 1 
H) , 6. 95 (s, 1H) , 7. 02 (d, J=8. OHz, 1H) , 7. 29 (t, J=8. OH 
z, 1H), 7. 54 (s, 1H), 7. 61 (d, J=7. 2Hz, 1H), 7. 79 (d, J=5. 
6Hz, 1H), 8. 73-8. 75(m,2H), 8. 85 (s, 1H), 8. 95 (s, 1H). 

[0 7 5 1 ] Hi£#ij85 N , -(2-(3-(fc°!J K-3-^/W;*?^ 
t$^;U) T ^ J 7 ^ =-;\s)^^;V) -6-^ b° n (4H- 

3, l-^V^^^fi^v^^-4, 4'-h°-<y i?» -2(1H)-^"V 

(*3S9Jfc^W85) 20 

[0 7 5 2] 

[ftl4 2] 



[0757] mmm72kmm<D%mz.xmMit&yo&tii 

m53%X&&mfct LT#t 0 30 

[0 7 5 8] Mass (FAB) m/z : 457 (M+H)* . 
1 H-NMR (CDCI3 ) 8 : 2. 15-2. 17(ra,4H), 2.30(s,3H), 2. 
69-2. 79 (ra, 4H) , 2. 87-2. 94 (m, 4H) , 6. 79 (d, J=8. OHz, 1 
H) , 6. 99-7. 04 (111, 3H) , 7. 32 (t, J=8. OHz, 1H) , 7. 47-7. 50 
(m, 1H) , 7. 62-7. 64 (m, 1H) , 7. 70 (s, 1H) , 7. 89-7. 93 (ra, 1 
H), 8. 31 (d, J=8. OHz, 1H), 8. 62-8. 63 (m, 1H) , 9. 18 (s, 1 
H), 10. 02 (s, 1H). 

[0 7 5 9] mmmS7 N'-(2-(3-(6-^^yl-b 0 y K~2- 

t°D (4H-3, 1— <>y r ^^ri^v ? >'-4, 4 , -t°-<y i?»-2(\ 40 

[0 7 6 0] 
[ftl4 4] 





[0753] mmm72tmm<D^m{zx^mit^^ 

m65%X&&mttk LTt#fc 0 

[0 7 5 4] Mass (FAB) m/z : 457(M+H) + . 
1 H-NMR (CDCI3 ) 5 : 2. 09-2. 17 (m, 4H) , 2. 28 (s, 3H) , 2. 
58-2. 73 (m, 4H) , 2. 81-2. 83 (m, 4H) , 6. 74 (d, J=8. OHz, 1 
H), 6. 95 (s, 1H), 7. 01 (d, J=7. 6Hz, 2H), 7. 25-7. 30 (m, 1 
H) , 7. 39-7. 42 (m, 1H) , 7. 56-7. 59 (m, 2H) , 8. 26-8. 28 (m, 
1H), 8. 71-8. 73 (m, 1H), 8.83(s, 1H), 9. 01 (s, 1H), 9.18 
(d, J=2Hz, 1H) . 

[0 7 5 5] mmmse N'-(2-(3-(fc°y V-2—f/U^J/U 
tf; - /U) yy x,^;V)^?-;V) -6-^ ^-/V-X fc° a (4H- 
3, l-^V^^v^-4, 4'-t°-<y v>>0 -2 (1H) 

[0 7 5 6] 
lit 1 4 3 ] 




[0761] mmm72tmm<Djjm^xmmi^m^^ 

[0 7 6 2] Mass (ESI) m/z : 471(M+H)\ 
'H-NMR (CDCI3 ) 5 : 2. 16(bs,4H), 2. 30 (s, 3H), 2.64 
(s, 3H), 2. 71-2.96(m,8H),6. 79 (d, J=7. 6Hz, 1H), 6.99- 
7. 04 (m, 3H) , 7. 30-7. 33 (m, 2H) , 7. 64 (d, J=8. 4Hz, 1H) , 
7. 69 (s, 1H), 7. 78 (t, J-7. 6Hz, 1H), 8. 11 (d, J=7. 6Hz, 1 
H), 9. 19 (s, 1H), 10. 07 (s, 1H) . 

[0 7 6 3] HJ£#ij88 N' - (2- (3- (3-y ^ 
4 ;V)T* S y ^^>V)^-^-)V)~<6-^ ^VU-* fa (4H-3, 1 

[0 7 6 4] 
lit 1 4 5 ] 
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[0 7 6 5] mmm72tmm<D^mcxmmit^mi:^ 

[0 7 6 6] Mass (FAB) m/z : 558(M+H)\ 
1 H-NMR (CDC1 3 ) 8 : 1. 89-2. 12 (m, 4H) , 2. 24 (s, 3H) , 2. 
42-2. 93 (m, 8H) , 6. 77 (d, J=7. 8Hz, 1H) , 6. 95 (d, J=15. 7H 
z, 1H), 6. 98 (s, 1H), 7. 04 (d, J=7. 8Hz, 1H), 7. 25 (dd, J= 
7. 8, 7. 8Hz, 1H) , 7. 37-7. 77 (m, 12H) , 7. 90 (s, 1H) , 10. 06 



10 



(s, 1H), 10. 13 (s, 1H). 

[0767] mmms9 n* - (2- (3- (3- (4-^ ^;vy * ~ 

(4H-3, ^-fcT^y v?V)-2(l 

[0 7 6 8] 
[fbl4 6] 

o 




HN^O 
O 

[0 7 6 9] nmm72kmm<DxmcxmM{k&yo&i& 20 
m3o%xm&mfct ut#fc 0 

[0 7 7 0] Mass (FAB) m/z : 572(M+H)\ 
'H-NMR (DMSO-de) 6 : 1. 89-2. 11 (ra, 4H) , 2. 24(s,3H), 
2.36(s, 3H), 2.40-2.88(m,8H), 6. 77 (d, J=8. 0Hz, 1H) , 
6. 93 (d, J=15. 6Hz, 1H) , 6. 96 (d, J=7. 4Hz, 1H) , 7. 03 (d, J= [0 7 7 2] 

8.0Hz, 1H), 7. ll(s, 1H), 7. 21-7. 33(m, 3H), 7.48-7.69 [ftl4 7] 



(m,8H), 7.87(s, 1H), 10.07(s, 1H), 10. 13 (s, 1H). 
[0 7 7 1 ] nm&m N*-(2-(3-(3-(fy K-4-f/U) 

p (4H-3, l-^O-^^-dri^^V-4, 4'-fc°-<y S*V)-2(1H)- 



[0 7 7 3] St0l|72^Hi^S(;T*! 
^54%-Cffife»*i: LT»fc 0 

[0 7 7 4] Mass (FAB) m/z : 559(M+H)\ 
1 H-NMR (DMSO-de) 6 : 1. 87-2. 09 (m, 4H) , 2.24(s,3H), 
2. 43-2. 90(m,8H), 6. 77 (d, J=7. 8Hz, 1H) , 6. 92-7. 29 (m, 5 
H), 7. 51-7. 86 (m, 8H), 8. 03 (bs, 1H), 8. 66 (bs, 2H) , 10. 
07 (s, 1H), 10. 15 (s, 1H). 

[0 7 7 5] mM&m N' -(2-(3-(4-^ ^/Isi/ls-f*^ 

)V)r ^ ; y ^/u-^ e°ci (4H-3, 1- 

^>^^-^i^v ? >-4,4 , -t°-<!; ^»-2(lH)-^-V 

[0 7.7 6] 
Utl 4 8] 




o 

[0 7 7 7] »lli«72tm«0*jSKT*«fb-g*«rlR 
40 ^70%T-Mfeiaf*i: Ltifc, 

[0 7 7 8] Mass (El) m/z : 495 (if ). 
1 H-NMR (CDC1 3 ) 6 : 2. 30 (s, 3H) , 2. 38 (s, 3H) , 6. 65 (d, 
J=15. 6Hz, 1H) , 6. 76 (d, J=8. 1Hz, 1H) , 6. 95-7. 60 (ra, 10 
H), 7. 70 (d, J=15.6Hz, 1H), 8. 66 (bs, 1H), 8.89(bs, 1H). 
[0 7 7 9] HJfefl»j92 N , -(2-(3-(N-bV<n^>rL.)T^ 
y 7 x ^/^) xf /U) -6-^ f t° n (4H-3, l-^^VJr 
^^^-4,4'-^^ ^V)-2(1H)-*V 
- 92) 

[0 7 8 0] 
50 [it 1 4 9 ] 
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[0781] mmm35kmm<D%m£xmMfc&vo*tii 

[0 7 8 2] Mass (FAB) m/z : 436 (M+H) \ 
1 H-NMR (CDC1 3 ) 8 :1.34(s,9H), 2. 11-2. 22 (m, 4H) , 2. 10 
30(s,3H), 2. 69-2. 77 (m, 4H) , 2. 81-2. 86 (m, 2H) , 2.90- 
2. 94 (m, 2H) , 6. 79 (d, J=8. 0Hz, 1H) , 6. 96 (d, J=8. 0Hz, 1 
H), 6.97(s, 1H), 7. 02(d,J=6.0Hz, 1H), 7. 25 (t, J=6. OH 
z, 1H), 7. 38-7. 40 (m, 1H), 7. 48(s,2H), 9. 13 (s, 1H). 

[0 7 8 3] mi&&m N' -(2-(3-(N-v^ u^^y-lsjj 
/Utf^/U)T $ J 7 ^~J\o)3L=3-/\s)-§-^ ^vU-.X bf D (4H 
-3, 1 — < V y Hr * * ^ V-4 , 4* - tf^ y » -2 ( 1H) ^ 

(**91{fc&*93) 

[0 7 8 4] 

litl 5 0] 20 
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1 H-NMR (CDCI3 ) 8 :l.ll(s, 9H), 2. 10(m,6H), 2. 29(s, 
3H) , 2. 65-2. 72 (m, 4H) , 2. 79-2. 83 (m, 2H) , 2. 89-2. 91 (m, 
2H) , 6. 79 (d, J=8. OHz, 1H) , 6. 94 (d, J=7. 6Hz, 1H) , 6. 97 
(s, 1H) , 7. 03 (d, J=8. OHz, 1H) , 7. 20-7. 24 (m, 1H) , 7. 42- 
7.43(m, 2H), 7.63(s, 1H), 9.23(s, 1H). 

[0 7 9 1 ] nMW95 N'-(2-(3-(v^ P^^rvoO'Tir 
^vl") T ^ jy*. zsl -6-^ ^vl-JX o (4H-3, 1 
-^IsVtt^&ls-i,* 9 -\f<<9 i?V)-2(lH)-rf-V (* 
3gl§fHfr£^95) 
[0 7 9 2] 
Hkl5 2] 




[0 7 8 5] SH6«72tlP]«|(^*ffifcT*«{b*ftSrlR 

[0 7 8 6] Mass (FAB) m/z : 462(M+H) + . 
1 H-NMR (CDCI3 ) 8 : 1. 22-1. 35 (m, 4H) , 1. 44-1. 83 (m, 5 30 
H), 1.93-1. 98 (m, 2H) , 2. 09-2. 13 (m, 2H) , 2. 18-2. 28 (m, 
2H), 2.29(s,3H), 2. 69-2. 84 (m, 6H) , 2. 94-2. 97 (m, 2H) , 

6. 79 (d, J=8. 4Hz, 1H), 6. 91 (d, J=7. 6Hz, 1H) , 6. 96 (s, 1 
H), 7.02(d, J=8.4Hz, 1H), 7. 21 (t, J=8. OHz, 1H) , 7.27- 
7. 47(m,2H), 7.82(s, 1H), 9.43(s, 1H). 

[0787] mmm94 w - (2- (3- (3, 3-5^ ^^9- y 

/^)7;/7x ;r. /P) jl^/U) -6-^ fc° n (4H-3, 1- 

'<» f rf-**^>'-4 f 4'-fc°^y i^^)-2(lH)-^-> 
Wffrfr»94) 

[0 7 8 8] 40 
[ftl5l] 

HN^O 
O 

[0 7 8 9] *«W35i ra*<©#ffilCT*H{fc£-tt*JR 
3397% f fifed ft: i: LtHfc, 
[0 7 9 0] Mass (FAB) m/z : 450 (M+H) ' . 50 




[0793] mmm2tmm<Dftm£xmMik&w&tii 

^93%T*6£l@# t Lttlf: 0 

[0 7 9 4] Mass (FAB) m/z : 476 (M+H) + . 
1 H-NMR (CDCL ) 8 : 0. 94- 1 . 32 (m, 6H) , 1 . 63- 1 . 93 (m, 7 
H), 2. 09-2. 25(m,4H), 2. 29 (s, 3H), 2. 67-2. 82 (m, 6H) , 
2. 91-2. 94 (m, 2H) , 6. 80 (d, J=8. OHz, 1H) , 6. 92 (d, J=7. 6H 
z, 1H), 6. 96 (s, 1H), 7. 03 (d, J=8. OHz, 1H), 7. 23 (t, J=8. 
OHz, 1H), 7.44(s, 1H), 7. 47 (d, J=8. OHz, 1H) , 7.98(s, 1 
H), 9. 40 (s, 1H). 

[0 7 9 5] HJ&0996 N'-(2-(3-(N-v-^ n — 
^T^^M 7;/7x ~/V)zr-=f-,v) -6-^ u 
(4H-3, l-^y/t^rt^^, 4 , -b°-<y ^»-2(lH)-^ 

[0 7 9 6] 
[ft 1 5 3 ] 




[0797] mmm72tmm<o^m^xmmit^mi:KL 

mayoXffi&T^JW? 7 x t LT#f: 0 

[0 7 9 8] Mass (EI) m/z : 473(MT ). 
1 H-NMR (CDCI3 ) 5 : 2. 31 (s, 3H) , 5. 75 (bs, 1H) , 6. 72 
(d, J=7. 8Hz, 1H) , 6. 95-6. 99 (m, 2H) , 7. 04 (d, J-6. 9Hz, 1 
H), 7. 30-7. 45 (m, 3H) , 8. 28 (bs, 1H). 

[0 7 9 9] HiS#!)97 N" - (2- (3- (N-tert-^ h ^ is% 
yU/K— /W4-fc w ^<y it/I* jj/lstf—MT ^ sy^—su)^ 
^/^)-6-^ <?-/U-X fc°n (4H-3, l-^>y^-^+>^>--4, 4* 
- t v<y v?^)-2(lH)-^> (*»W{fcM»7) 

[0 8 0 0] 

[ft 1 5 4] 



105 




[0801] mm&i2 bmwuDjjmzxmaik&to&tiL 

[0 8 0 2] Mass (FAB) m/z : 563 (M+H)* . 
1 H-NMR (CDC1 3 ) 5 :1.47(s,9H), 1. 70-1. 80 (m, 2H) , 1. 
87-1. 90 (m, 2H), 2. 07-2. 21 (m, 4H) , 2. 29 (s, 3H), 2.40- 
2. 47 (m, 1H) , 2. 68-2. 83 (m, 10H) , 2. 89-2. 92 (m, 2H) , 6. 7 
7(d, J=8.0Hz, 1H), 6.94(d, J=10.4Hz, 1H), 6.95(s, 1H), 
7. 03 (d, J=8. 0Hz, 1H) , 7. 23 (t, J=7. 6Hz, 1H), 7. 43 (s, 1 
H), 7. 44 (d, J=9. 2Hz, 1H), 7.88(s, 1H), 8. 89 (s, 1H). 

[0 8 0 3] mifa&m N' -(2-(3-(N-tert-^ h 3->;*7 

^yw-^ t°cz (4H-3, l-O^^^-^-f-v^ V-4, 4' 
v?^)-2(lH)-^>- (^f^ffr^* 
[0 8 0 4] 
Uk 1 5 5 ] 
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*57%T*6£@ft£ LTt#^ 0 

[0 8 10] Mass (FAB) m/z : 463(M+H)\ 
1 H-NMR (CDCls ) 5 : 1.71-1. 81 (ra,2H), 1. 91-1. 94 (m, 2 
H), 2. 11-2. 12(m,4H), 2. 30 (s, 3H), 2. 38-2. 44 (m, 1H) , 

2. 69-2. 72 (ro, 6H) , 2. 79-2. 87 (ra, 4H) , 3. 18-3. 21 (m, 2H) , 
6. 74 (d, J=8. 0Hz, lh) , 6. 94-6. 97 (m, 2H) , 7. 04 (d, J=8. 0 

Hz, 1H), 7.23(t, J=7. 6Hz, 1H), 7. 40 (d, J=8. 0Hz, 1H) , 7. 
45 (s, 1H), 7.60(s, 1H), 8.81(bs, 1H). 
[0811] ^Jg^iJlOO N' -(2-(3-(3-t°-< V 

~7 ^^)V)^^-;V)-§-^ fc°n (4H- 

3, l-^V^^^r^i^^-4, 4'-t°-<y v>V) -2 (1H) -;*->- 
(*3SWbl^lO0) 
[0 8 12] 
[ftl5 7] 




[0805] mmm 2 1 mm<n%m^xi&mik&m*%L 

[0 8 0 6] Mass (FAB) ra/z : 563 (M+H)* . 
1 H-NMR (CDC1 3 ) d :1.47(s,9H), 1. 62-1. 72 (m, 2H) , 1. 
90-2. 00(m,2H), 2. 05-2. 15 (m, 4H) , 2. 30 (s, 9H), 2.50- 

2. 60 (m, 1H), 2. 60-2. 75(m,4H), 2. 75-2. 90 (m, 4H) , 2. 95- 

3. 15 (m, 1H), 3. 20-3. 35 (m, 1H) , 3. 70-3. 85 (m, 1H) , 4.00 
-4. 10 (m, 1H) , 6. 82 (d, J=8. 0Hz, 1H) , 6. 94 (d, J=7. 2Hz, 1 
H), 6. 97 (s, 1H), 7. 03 (d, J=8. 0Hz, 1H), 7. 22 (t, J=8. OH 
z, 1H), 7. 49 (m, 2H), 8. 66 (bs, 1H) , 9. 33 (s, 1H). 

[0 8 0 7] ^0ij99 N'-(2-(3-(4-t°><y i//U%/U7$ 
~/U)T^ 7 7 ^/u-* t°n (4H-3, 1 



[0 8 0 8] 
Utl 5 6] 




20 



30 



40 
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[0813] mm&ustmmco^mcxmmit^ 
m98%x&&mfct Lxmz 0 

[0814] Mass (FAB) m/z : 463(M+H) + . 
1 H-NMR (CDCI3 ) 8 : 1. 74-1. 79 (m, 2H) , 2. 04-2. 19 (m, 6 
H), 2.30(s, 3H), 2. 55-2. 57(m, 1H), 2. 66-3. 07 (m, 11H) , 

3. 22-3. 26 (m, 1H), 6. 77 (d, J=8. 0Hz, 1H) , 6. 93 (d, J=7. 6 
Hz, 1H), 6.98(s, 1H), 7. 03 (d, J=7. 6Hz, 1H) , 7. 23(t,J= 
7.6Hz, 1H), 7. 43-7.46(m,2H), 9.07(bs,2H), 10. 38 (bs, 
1H). 

[0 8 15] mfa&hOl N'-(2-(2-<yX7; K:7m~ 
/w)3L^viO-6-;* T-/^* t°n (4H-3, l— <ymtv^y 

- 4 ,4'-b°-<y ^v)-2(ih)-^-> (^mit^moi) 

[0 8 16] 
litl 5 8] 




[0809] mmm45tmm<Dxm^xmmik&vo*i& 50 



[0817] mmmedtmm^mzxmm^ 

[0818] Mass (FAB) m/z : 456(M+H)\ 
1 H-NMR (CDCI3 ) 6 : 1. 64 (bs, 2H) , 1. 83-1. 86 (m, 2H) , 
2. 23 (s, 3H), 2. 68-2.98(m,8H), 6. 23 (bs, 1H), 6. 68 (d, J 
=8. 0Hz, 1H) , 6. 95 (d, J=8. 0Hz, 1H) , 7. 09-7. 30 (m, 3H) , 
7. 48-7. 55 (m, 3H) , 7. 99-8. 01 (m, 2H) , 8. 16 (bs, 1H) , 9. 1 
2(s, 1H), 10.07(bs, 1H). 

[0 8 19] mM&il02 N'-(2-(4— O-XT ^ K*7^ — 

yu)oi^vu)-6-7< ^;v-7 t°a (4H-3, i--<y/^t^y 
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-4,4'-fc°^y i?»-2{m)-*>> (*389Hfr&*102) 
[0 8 2 0] 
[<kl5 9] 




[0821] mm&mtmm^micxmmit^m^ 
m™%x&&mwt ttfifc, 

[0 8 2 2] Mass (FAB) m/z : 456 (M+H)* . 
1 H-NMR (CDC1 3 ) 8 : 1.91-2. 09 (m,4H), 2. 25(s, 3H), 2. 
41-2. 86 (m, 8H) , 6. 77 (d, J=8. 0Hz, 1H) , 7. 04 (d, J=8. 4Hz, 
1H), 7. ll(s, 1H), 7. 22 (d, J=8. 4Hz, 2H) , 7. 50-7. 60 (m, 2 
H), 7. 68 (d, J=8. OHz, 2H) , 7. 94 (d, J=8. 8Hz, 2H) , 8.30 
(s, 1H), 10. 07 (s, 1H), 10. 17 (s, 1H). 

[0 8 2 3] mMffll03 tf - (2- (5- (N-tert-^ h * V* 
/Utf^/W) T * 7-2-^ f-/l/7x^/V) 3i ^vw) -6- ^ ^vU- 
^t°n (4H-3, l-^< >- ✓ Hr * >-4, 4' - fc^ y v 5 V) -2 
(lH)-^-V (**W{fr&»103) 

[0 8 2 4] 

lit 1 6 0 ] 




[0 8 2 5] *Jfi«69iIS«^*&^r*H{t^*«:lR 
*26%T* 6 LT#fe, 

[0 8 2 6] Mass (ESI) m/z : 466 (M+H)* . 
'H-NMR (CDC1 3 ) 8 :1.52(s,9H), 2. 15-2. 16 (m, 4H) , 2. 
27(s,3H), 2. 30(s, 3H),2. 62-2. 84(m, 6H), 2. 91-2. 94 (m, 
2H), 6. 60 (bs, 1H), 6. 79 (d, J=8. OHz, 1H) , 6. 98 (s, 1H), 
7. 00-7. 12 (m, 3H), 7. 19 (s, 1H) , 9. 28 (s, 1H). 

[0 8 2 7] §8ig0!|46 N' - (2- (5-T * J -2-* *f->V~7 ^ 
jjl^vW) -6-^ ^vW* fc° n (4H-3, 1— < > */Hr*"W 

4'-e°-<y i>v)-2(iH)-^-> 

[0 8 2 8] 
[<L l 6 1 ] 




[0829] m^®mtmm<oj5m^x&wik&m*$L 
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[0 8 3 0] Mass (ESI) m/z : 366(M+H)\ 
1 H-NMR (CDCI3 ) 8 : 2. 15-2. 17 (m, 4H) , 2. 22 (s, 3H) , 2. 
30 (s, 3H), 2. 62-2. 78(m,6H), 2. 93-2. 96 (m, 2H) , 3. 53 (b 
s, 2H) , 6. 47-6. 54 (m, 2H) , 6. 79 (d, J=8. OHz, 1H) , 6. 93 (d, 
J=8. 4Hz, 1H) , 6. 98 (s, 1H) , 7. 03 (d, J=8. 8Hz, 1H) , 9. 35 
(s, 1H). 

[0 8 3 1 ] HJ6091O4 N'-(2-(5-(t?y K-2-^/w^yv 

10 fcTn (4H-3, 1— <V^^-^ri^^^-4,4 , -t: 0 -<y i^)-2(l 
H)-;*V (*»9iffr&4ftl04) 
[0 8 3 2] 
Mbl 6 2] 




20 [0 8 3 3] **W2i:Rlfl|0*«felC-C«IBft**«rtt 
*67%-cefeH#4: LTUfc. 

[0 8 3 4] Mass (FAB) m/z : 471 (M+H)' . 
1 H-NMR (CDCI3 ) 5 : 2. 18(bs,4H), 2.30(s, 3H), 2.34 
(s, 3H) , 2. 69-2. 76 (m, 4H) , 2. 87-2. 98 (m, 4H) , 6. 77 (d, J= 
8.4Hz, 1H), 7.01(s, 1H), 7. 04 (d, J=8. OHz, 1H) , 7. 17 (d, 
J=8. OHz, 1H), 7. 46-7. 49 (m, 1H), 7. 56 (m, 1H) , 7. 61 (m, 1 
H) , 7. 89-7. 93 (m, 1H) , 8. 31 (d, J=8. OHz, 1H) , 8. 62 (m, 1 
H), 8. 75 (s, 1H), 9.96(s, 1H). 
[0 8 3 5] ^O£#iJ105 N'-(2-(4-<yXr; K~l, 3- 

30 fc° y S is M ^ -6- / ^/U-X fc°u (4H-3, 1- 
-O-y^-^ri^i/V-4, 4 , -t°^y v> V) -2 (1H) -;*->• 

[0 8 3 6] 
[ftl6 3] 

HN^O 

40 O 

[0837] mmme9tmm<D^mcxmmit^m^ 
m27%xmz 0 

[0 8 3 8] Mass (FAB) m/z : 458(M+H)\ 
' H-NMR (CDC1 3 ) 5 : 2. 00-2. 25 (m, 4H) , 2. 29 (s, 3H) , 2. 
70-2. 82 (m, 2H) , 2. 85-3. 20 (m, 6H) , 6. 70 (d, J=8. 1Hz, 1 
H), 6.96(s, 1H), 7. 02 (d, J=8. 1Hz, 1H) , 7. 53 (t, J=7. 8H 
z,2H), 7.61(t, J=7.8Hz, 1H), 7. 95 (d, J=7. 8Hz, 2H) , 8.1 
* 5(d, J=5.9Hz, 1H), 8. 28 (s, 1H) , 8. 61 (d, J=5. 9Hz, 1H) , 
8. 63 (m, 1H). 

50 [0 8 3 9] mmmi06 N'-(2-(2-^yX7 ^ K-l, 3- 
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^T^/U-4->r^)^^)-6-^ t°p (4H-3, 1— < 

V^^i^-^'-t^y v?^)-2(lH)-^*> (*5SW 
Ik^l06) 

[0 8 4 0] 

Mb 1 6 4 ] 




[0 8 4 1] *J60!l69i:iai«O*jSfe^T*«^»SriR 

[0 8 4 2] Mass (FAB) m/z : 463(M+H)\ 
1 H-NMR (CDCh ) 5 : 2. 00-2. 20 (in, 4H) , 2. 28 (s, 3H) , 2. 
55-2. 95 (m, 8H) , 6. 67 (s, 1H), 6. 74 (d, J=8. 1Hz, 1H) , 6.9 
5(s, 1H), 7.02(4 J=8. 1Hz, 1H), 7. 48 (t, J=7. 3Hz, 2H), 
7. 56(t,J=7. 3Hz, 1H), 7. 98(4 J=7. 3Hz, 2H), 9.27(s, 1 
H). 

[0 8 4 3] HJS0i|lO7 N'-(2-(3-(3'-:7^~A^ 

K)7i-;v)xf/i^) 5vw;* fc:°cz (4H-3, 
**1f^-4 f 4'-fcV<y v?V)-2(lH)-^> (*5B0Hfc£* 
^107) 

[0 8 4 4] 

[ftl6 5] 




[0 8 4 5] ||Jfi«»j69i:iaai^*iSfe^T*Hfk^»SrlR 
*45%-?6fe@fr±: U»fc 0 

[0 8 4 6] Mass (FAB) m/z : 471 (M+H)\ 
1 H-NMR (DMS0-d6) 6 : 2. 05 (m, 4H) , 2. 26 (s, 3H) , 2. 50- 
2.54(m,4H), 2. 61~2. 64 (m, 2H) , 2. 71-2. 73 (m, 2H) , 6.74 
(4 J=8.0Hz, 1H), 6. 79(d, J=7.6Hz, 1H), 6. 92 (s, 1H) , 6. 
98(t, J=8.8Hz, 1H), 7. 06-7. 35(m, 8H), 7. 85 (s, 1H), 7.9 
5(s, 1H), 8. 88 (s, 1H). 

[0 8 4 7] Hffi0JlO8 N'-(2-(3-(l-l:Xyi;/) T 
=^ y K) ^^vl-)-6-7< ^/U-^ fc°o (4H-3, l-Ov^^r 

f-^-4,4'-^!; *j»-2(ih)-*> ^mmit^mio 

8) 

[0 8 4 8] 
lit 1 6 6 ] 
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[0 8 4 9] 1) N'-(2-(3-(N-^^y ^>-^7/W/K^yW)T 
^ / 7i^)if;l/)-6-> f/W^ t°o (4H-3, l-^<y/ 
**Wls-A f 4'-tr^y v?^)-2(lH)-^-> 
10 N' - (2- (3-T ^ / -7 ~/U) m^/U) -6-^ ^vW* b° a (4H 
-3, l-^^y^^v^-4, 4 , -t°-<y v*i")-2(lH)-;i-> 

(0.05g, Kit0ij45) <DK*Vi?>> (1.0ml) 
T> 7xnyl,^PD^/M-h (0.043ml) Sr^DX. 1 B# 

^ Ytf774— (CttU ^DP^;l/A-^y-/l/ (2 
%) l:t*IBl, N , -(2-(3-(N-^aiy ^rv^i;;^^) 
7; 7 7 ^ ~ yU ) m^/ix) -6-^ b°u (4H-3, 1— <^ 

20 ✓***s^>-4,4 , -tr^<y ^y)-2(iH)-tv (o. i25 g , 

JR*:93%) S:6fei»;tLt#fco 

[0 8 5 0] Mass (ESI) m/z : 472(M+H)\ 
1 H-NMR (CDC1 3 ) 6 : 2. 05-2. 13 (m, 4H) , 2. 29 (s, 3H) , 2. 
65-2. 72 (m, 4H) , 2. 81-2. 89 (m, 4H) , 6. 75 (d, J=8. OHz, 1 
H), 6.94(s, 1H), 6.95(4=10. OHz, 1H), 7. 01 (d, J=8. OH 
z, 1H), 7. 19-7. 3 Km, 5H), 7. 36-7. 40 (m, 4H) , 9. 19 (s, 1 
H). 

[ 0 8 5 1 ] 2) MM?fr«| 
N'-(2-(3-(N-7i/ *is%/l'tf~/l>)T 5 y -7 ^-jV)^. 
30 ?-A>)-G-J ^Vl"-* b°n (4H-3, 4' 
-t°^y X) -2 (1H) (0. 104g) (Or h7t Kd7 
7^ (2.0ml) »«l:ijftT, fcV<y$^ (0.044ml) Z 

eetst * u# & nfcaaE*: > v * y/u* 5 ^ * o ^ f r 

7 7^[:f^tl, ^pd^-^;-/1/ (3%) 
TiStUU mMik&M (0.068g, IR*:67%) 

40 [0 8 5 2] Mass (ESI) m/z : 463(M+H)\ 

1 H-NMR (CDCI3 ) 6 : 1. 63 (m, 6H) , 2. 13-2. 14 (ra, 4H) , 2. 
30 (s, 3H), 2. 69-2. 90(m,8H), 3. 46-3. 47 (m, 4H) , 6.50 
(s, 1H), 6. 76(4 J=8. 4Hz, 1H), 6. 88(4 J=3. 6Hz, 1H) , 6. 
97(s, 1H), 7. 03 (d, J=8. OHz, 1H) , 7. 17-7. 21 (m, 2H) , 7.2 
7(s, 1H), 8. 90 (s, 1H). 
[0 8 5 3] Sl*S0iJlO9 N , -(2-(3 , -(2-t°y Zt/U&lsj 
K) 7 m ~/W) ^^vW) -6-> ^/W-^ fc* P (4H-3, W 
* ^i^V-^'-fcf^y ^V)-2(1H)-*^ (**9Hfr& 
4*109) 
50 [0 8 5 4] 
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[ftl6 7] 




[0855] mmmio8tmm<DjjmzxmM<k&yo& 

[0 8 5 6] Mass (ESI) m/z : 472(M+H)+. 
1 H-NMR (DMSO-ds ) 6:1. 92-2. 08 (m, 4H) , 2. 24 (s, 3H) , 
2. 44-2. 5 Km, 2H), 2. 61-2. 65 (m, 2H) , 2. 75-2. 79 (m, 2H) , 

2. 85-2. 88 (ra, 2H), 6. 78 (d, J=8. OHz, 1H) , 6.91(d,J=7. 6 
Hz, 1H), 6. 97-7. 09(m, 2H), 7. 21 (t, J=8. OHz, 1H) , 7.37- 
7. 40 (m, 2H), 7. 48 (d, J=8. 4Hz, 1H) , 7. 73 (t, J=7. 6Hz, 1 
H), 8. 27-8. 30 (m, 2H) , 9. 43 (s, 1H), 10. 07 (s, 1H), 10.5 
2(s, 1H). 

[0 8 5 7] MlfamilO N , -(2-(4-(3 , --7^n>rU«j7 

K)^^— ;v)zr.=^;\y) -6-^^vt-;* b 6 n (4H-3, l-^W 
^I^V-4, 4'-fc 0 -<y ^»-2(lH)-^-^ (twit's 
MllO) 

[0 8 5 8] 

lit 1 6 8 ] 



H H 




[0 8 5 9] H^j69^^^^^&^T^]gfb^^I|X 
^95%T*efe@ffi LT#7t e 

[0 8 6 0] Mass (FAB) m/z : 471 (M+H)* . 
'H-NMR (DMSO-de) 5 : 1. 88-2. 05 (m, 4H) , 2. 23(s,3H), 
2. 39-2. 82 (m, 8H) , 6. 75 (m, 1H), 6. 93(m, 1H), 7. 02 (m, 1 
H), 7. 08-7. 14(m,3H), 7.25(ra,2H), 7. 34 (m, 2H) , 7. 42 
(d, J=7. 6Hz, 2H) , 8. 29 (s, 1H), 8. 54 (s, 1H), 10. 05 (s, 1 
H). 

[0 8 6 1 ] H^Jlll N'-(2-(2-(3'-:7;c~/l^ u>f 
K) 7 =c~/U)^/U)-6-* ^~>V-* t°p (4H-3, 1— 

i?>-4 t 4' -t°^y ^»-2(lH)-^-V (*$S9Hb& 

ftlll) 

[0 8 6 2] 
[ft!6 9] 
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[0 8 6 3] ^J£W69i:^0*fe^T^S^^*HX 
*56%TSfeHfri: LTWfCo 
10 [0 8 6 4] Mass (FAB) m/z : 471 (M+H)* . 

1 H-NMR (CDC1 3 ) 8 : 2. 04-2. 10 (m, 2H) , 2. 24-2. 32 (m, 2 
H) , 2. 28 (s, 3H) , 2. 65-2. 90 (m, 8H) , 6. 76 (d, J=8. OHz, 1 
H), 6.96-7. 07 (m,4H), 7. 14-7. 27 (m, 4H) , 7. 41-7. 43 (m, 
2H), 7. 68 (s, 1H), 7. 69 (s, 1H), 9. 17 (bs, 1H), 9. 25 (bs, 
1H). 

[0 8 6 5] HJfi0yil2 N'-(2-(3-(N-;* h^>;*7/l^ 
-AO 7^7x - yW) zc^-/l^) -6-^ ^/P-* t° n (4H-3, 1 
-^^^l^^^'-fc^y ^^)-2(lH)-*V 
I^J3ft1^U12) 
20 [0 8 6 6] 

[ft 1 7 0 ] 




[0 8 6 7] N'-(2-(3-T^ / V ^ ^/U) ^/V>) -6-^ ^ 
^ t°u (4H-3, 1— O-y ^-^rf-v^^-4, 4'-fc: 0 -<y i?» 
30 -2(lH)-^->- (0.077g, S?3t0iJ45) <Dt°Vi?>- (1ml) 
ig^lC^/l' ^ cz tJTf./U*— h (0.02ml) £^?&Ttfg 

(2%) l:t®aiU (o.oeig, i&m : 

68%) SrSfeHfrt UT»fc 0 

[0 8 6 8] Mass (FAB) m/z : 410(M+H) + . 
'H-NMR (CDCI3 ) 5 : 2. 13-2. 14(m,4H), 2. 29 (s, 3H) , 2. 
40 66-2. 72 (m, 4H), 2. 80-2. 90 (m, 4H) , 3. 77 (s, 3H), 6.79 
(d, J=8. OHz, 1H) , 6. 91-6. 93 (ra, 1H) , 6. 96 (s, 1H) , 7. 03 
(m, 2H), 7. 22-7. 28 (m, 3H), 9. 26 (s, 1H). 
[0 8 6 9] mMmil3 tf-(2-(3-(U->?v^*i//U 

*fc°n(4H-3, l--<>'y ? ^^ri^v ; >-4, 4'-b°-<y i?»~2 
(lH)-^> (*^{t^ll3) 

[0 8 7 0] 

[ftl7l] 
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o 

[0 8 7 1 ] i/Z u^$r*yj— f v (0. 033ml) <Dt°V 
v (0.5ral) »ifi7H^yy (0.032g) Srin 
7L 1 OftMW& > N' - (2- (3-T 5 / y * ^/l^) 3i ^yu) -6- 

^ ^/u-^ t o n (4H-3, i— 4'-fc°^< y 10 
^^)-2(ih)-*^ (o. lg, «^J45) ©try^v (lm 

1) »««r»TU5^niI!W*Lfc. R/ft«fc*i:B«^ 

v-y ^^7A^ n-v h^5:7-< — l£#U ^pd* 
(2%) KTSfflU (0.0 
73g, IR*:53%) Srefei#fcLt#fc c 

[0 8 7 2] Mass (FAB) m/z : 478 (M+H)* . 
'H-NMR (CDC1 3 ) 8 : 1.24-1. 57 (m,6H), 1. 73-1. 76 (m, 2 
H), 1.92-1. 96 (m,2H) f 2. 14-2. 17 (m, 4H) , 2. 30(s,3H), 20 
2. 70-2. 73 (m, 4H) , 2. 81-2. 85 (m, 2H) , 2. 88-2. 91 (m, 2H) , 

4. 75-4. 77 (m, 1H) , 6. 78 (d, J=8. 0Hz, 1H) , 6. 90-6. 92 (m, 
1H), 6. 97 (s, 1H),7. 02-7. 05 (m, 2H) , 7. 22-7. 23 (m, 2H) , 
7. 27-7. 30 (m, 1H), 9. 15 (s, 1H). 

[0 8 7 3] HJE09114 N , -(2-(3-(N-i/^ vO^jU 

X b° n (4H-3, l-"< >- ^SOr* V i? >-4, 4* - fc^ y ^ V) -2 
(1H)-^V fctt80HfcMfcll4) 
[0 8 7 4] 

[fcl7 2] 30 




o 

[0 8 7 5] *«E«113i:n*©jErftfcT*«ft-fr* 
i|X^95%r*Sfeiaft:<J: lttlf: 0 

[0 8 7 6] Mass (ESI) m/z : 464(M+H)\ 
1 H-NMR (CDCI3 ) 5 : 1.59-1. 66(ra,2H), 1. 71-1. 78 (m, 4 
H), 1.85-1. 93(m, 2H), 2. 13-2. 19(m,4H), 2.29(s,3H), 
2. 66-2. 76(m,4H), 2. 81-2. 91 (m, 4H) , 5. 20-5. 22 (m, 1H) , 

6.80(d, J=7. 6Hz, 1H), 6. 89-6. 91 (m, 2H) , 6. 96(s, 1H), 
7. 01-7. 04 (m, 1H),7. 21-7. 22(m, 2H), 7. 27-7. 29 (m, 1H) , 
9. 43 (s, 1H). 

[0 8 7 7] MM&lnS N'-(2~(3-(N— O&frttiS 
(4H-3, 1— <>y*-*Vi?>-4,4' - V'OJ v<V)-2(lH)-^- 
[0 8 7 8] 



40 



[ftl7 3] 




[0 8 7 9] ^ nu/Jvl^ — h^rfflV^HJ 

i3tra«<o*ffi(cT*iH^«tiixs»i%-eefiH*t 

Lt#fc, 

[0 8 8 0] Mass (ESI) m/z : 486(M+H)\ 
1 H-NMR (CDCI3 ) 5 : 2. 12-2. 13(m,4H), 2.29(s,3H), 2. 
65-2. 7 l(m, 4H), 2. 79-2. 89 (m, 4H) , 5. 20 (s, 2H), 6.75 
(d, J=8. 0Hz, 1H) , 6. 91-7. 03 (m, 4H) , 7. 21-7. 40 (m, 8H) , 
9. 13 (s, 1H). 

[0 8 8 1 ] Hi£0iJ116 N'-(2-(3-(N-v-^ d^af-^-v 

-X fc°u(4H-3, l-^O^^^i^^-4 t 4'-t°^y i>ls)-2 
{m)-*> (**W^»116) 

[0 8 8 2] 

litl 7 4] 




[0 8 8 3] *J|«113fcB«R©*jfeK:T«mb-fr»«: 
iR*62%-eefeH#i: LT#fc. 

[0 8 8 4] Mass (ESI) m/z : 492(M+H)\ 
1 H-NMR (CDCI3 ) 8 : 0.95-1. 05 (m,2H), 1. 15-1. 31 (m, 3 
H), 1.63-1. 78 (m, 6H), 2. 13-2. 15 (m, 4H) , 2.30(s, 3H), 
2. 69-2. 73 (m, 4H) , 2. 80-2. 91 (m, 4H) , 3. 98 (d, J=6. 4Hz, 2 
H), 6. 78 (d, J=8. 0Hz, 2H) , 6. 91-6. 92 (m, 1H) , 6. 96 (s, 1 
H), 7. 02-7. 04 (m, 1H), 7. 21-7. 28 (m, 3H) , 9. 18 (s, 1H). 

[0 8 8 5] Hi£#ijll7 N , -(2-(3-(N-X h?t Kp7 

7* ^/V-* t°n (4H-3, I— <>-y^^i^v ? V-4, 4'-fc°^y 
v>V)-2(lH)-^V (*«9Hfrfr»117) 

[0 8 8 6] 

[ft 1 7 5 ] 




50 



[0 8 8 7] JSlfc«113i:IB]*©*«fefcT*mk^ 
[0 8 8 8] Mass (FAB) m/z : 466(M+HV . 
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1 H-NMR (CDC1 3 ) 8 : 2. 07-2. 26 (m, 6H) , 2. 30 (s, 3H) , 2. 
67-2. 92 (m, 8H) , 3. 85-3. 99 (m, 4H) , 5. 36-5. 38 (m, 1H) , 
6. 77 (d, J=8. 0Hz, 1H) , 6. 89 (bs, 1H) , 6. 93 (d, J=6. 8Hz, 1 
H), 6. 97 (s, 1H), 7. 03 (d, J=7. 6Hz, 1H), 7. 22-7. 28 (m, 3 
H), 8. 95 (s, 1H). 

[0 8 8 9] mMMns N'-(2-(3-(N^vyy-2-^^ 

n(4H-3, 1-^0- is ^-4, 4'-fc°^y i^»-2(lH)- 

[0 8 9 0] 
[ftl7 6] 




[0891] mmmii3tmm<D^m^xmm^m^ 

[0 8 9 2] Mass (FAB) ra/z : 512(M+H) + . 
1 H-NMR (CDC1 3 ) 6 : 2. 13 (bs, 4H), 2. 30 (s, 3H), 2.70- 
2.90(m,8H), 3. 07-3. 12 (m, 2H) , 3. 31-3. 37 (m, 2H) , 5.56 
-5. 60 (m, 1H), 6. 72 (bs, 1H), 6. 76 (d, J=8. OHz, 1H) , 6. 90 
(d, J=7. 2Hz, 1H) , 6. 96 (s, 1H) , 7. 03 (d, J-6. OHz, 1H) , 7. 
15-7. 26 (m, 7H), 8.98(s, 1H) . 

[0 8 9 3] H*£Fl]119 N'-(2-(5-(N-v/^ u^>-^vlx 
3r * is # : =■ T * J -2- * 3vU 7 ^ z=.;V) m ^/U) -6 
-p«^yu-^b 0 n (4H-3, l-O-^sf*-*)- isls-4 y 4'-t:°^y 
v^>-)-2(lH)-^-> (*^0^^^119) 

[0 8 9 4] 



[ftl7 7] 




HN^O 



[0 8 9 5] SIJfi«lll3i:ra«^**Jc:T*H{k^4ftSr 
iK*77%~eefeI§f$i: Lt}|t 0 

[0 8 9 6] Mass (FAB) ra/z : 478 (M+H)' . 
'H-NMR (CDCL ) 5 : 1.61-1. 90 (m,8H), 2. 12(bs,4H), 
2. 28(s,3H), 2.30(s,3H),2. 64-2. 96 (m, 8H) , 5. 20 (bs, 1 
H), 6. 60 (bs, 1H), 6. 77 (d, J=8. OHz, 1H), 6. 99 (s, 1H), 
7. 03-7. 07 (ra, 2H) , 7. 12-7. 14 (m, 1H) , 7. 19(m, 1H), 8.93 
(s, 1H). 

[0 8 9 7] ^fe#i]120 N , -(2-(3-(N-tert-^ h^V^7 

* t° n (4H-3, 1--^ is / * ^ V is >-4, 4' - fcT^ V is Is) -2 
(lH)-^ (*3PJffc^l20) 



10 



20 



30 
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[0 8 9 8] 
[ftl7 8] 




[0 8 9 9] 2-(3-(N-tert-:/ h * i/H !Vi£~?V) T * / 
LT#fc 0 

[0 9 0 0] Mass (ESI) m/z : 466(M+H) + . 
1 H-NMR (CDCI3 ) 6 : 1.27(d, J=6.8Hz, 3H), 1.52(s,9H), 

2. 06(m,4H), 2. 30 (s, 3H), 2. 50-2. 70 (m, 4H) , 2.77-2.7 
9 (m, 2H) , 2. 94-2. 99 (m, 1H) , 6. 55 (bs, 1H) , 6. 72 (d, J=8. 
OHz, 1H) , 6. 90 (d, J=6. 8Hz, 1H) , 6. 96 (s, 1H) , 7. 02 (d, J= 
8. OHz, 1H) , 7. 20-7. 24 (m, 3H) , 8. 49 (s, 1H) . 

[0 9 0 1 ] mmmi2l W'-(2-(5~(N-tert-yY*isU 

/U-^h°ci(4H-3, l-^y/t^tv'y-i 4 , -t°^y is>>) 
-2(lH)-^->- (*&Wik&m21) 

[0 9 0 2] 

[fbl 7 9] 

I 

O 




[0 9 0 3] 2-(5-(N-tert-^ h =*f is%;V^~;v) T * J 

^xnmm^hm^<oyjm^xmmit^m^um>z%x 

&&®t£t Ltlfc. 

[0 9 0 4] Mass (FAB) m/z : 482(M+H)\ 
'H-NMR (CDCI3 ) 8 :1.51(s,9H), 2. 14(m,4H), 2.30(s, 
3H) , 2. 64-2. 73 (ra, 4H) , 2. 83-2. 85 (m, 2H) , 2. 89-2. 9 1 (m, 
2H), 3. 79 (s, 3H), 6. 42 (bs, 1H), 6. 76 (t, J=8. 8Hz, 2H) , 
6. 98 (s, 1H), 7. 03 (d, J=8. 4Hz, 1H), 7. 13-7. 19 (ra, 2H) , 
8. 69 (s, 1H). 

[0 9 0 5] Mi&ffll22 N' -(4-(3— ^^n/U>>>^^ 
TfJc-y-is^-^A'-t^V isls)-2{m)-?Yls (*mwit& 

m\22) 

[0 9 0 6] 
[fclSO] 



50 



117 




rem 




[0 9 0 7] 3- (3- tf 7x.z=./U) -N- (4- 1 Kn^v^^/U 
y'm^/i^T^ y ;V7 5 K (0. 165g) ON, N-v^ ?vU* 
K (2ml) »»tC*?&T, hy^f/i-T^y 

(0.084ml) SOV^y^/^^ny K (0.039ml) 
Sr*P*. l «PBHJH*Lfco -^)SJ£iSl3-> 9vw;* tfu (4 
h-3, 4 , -b°-<y ^y)-2(m)-ty 

IFy7;UtDS®fi (0. 173g) Xtfi/>f V^D^x 
^A-T^V (0.348ml) SriD £70t-C29fl3f«l«# Lfc D 

A-^^y-zu (5%) ^TgiLtt«t5^<!r(a 9 
nmik&fo (0.083g, IRSP : 30%) 

[0 9 0 8] Mass (FAB) m/z : 544(M+H)\ 
1 H-NMR (DMSO-de ) 5 : 1. 87-2. 1 1 (m, 4H) , 2. 25 (s, 3H) , 
2. 37-2. 50 (m, 2H) , 2. 68~2. 80 (m, 2H) , 3. 46-3. 60 (m, 2H) , 

6. 76 (d, J=8. 0Hz, 1H), 6. 94 (d, J=15. 9Hz, 1H) , 7. 03 (d, J 
=8. 0Hz, 1H), 7. 10 (s, 1H), 7. 30 (d, J=8. 1Hz, 2H) , 7.38- 
7. 75 (m, 11H), 7. 90 (s, 1H), 10. 06 (s, 1H), 10. 18 (s, 1H). 

[0 9 0 9] H*£#«123 N'-(2-(5-(N-tert-^ 

/U)-6-^ 7- A»- * t°n (4H-3, i-^y/t^ 4' - 
t v<y i^^)-2(lH)-*V (*38Wfb^«123) 

[0 9 10] 

[fcl 8 1] 




o i 



10 



[0911] 1) > h*isT=- y Vfls: 40 
N , -(2-(5-(N-tert-y h /^=^/V)T * J -2~* V 

^~J\s)^)V)-<o-*^~)V-?, t°n(4H-3, 1— <>/ . 
* * 4* - fc°-< y V) -2 ( 1H) -Or V S: ffl V ^ T ±12 

KJS«45i:RI«^>*«felCT, N , -(2-(5-T ^7-2-^ h 
v-^m^/U-)zc^-/U)-6-^ ^/P- ^ (4H-3, I-** 
* * V-4, 4' - y » -2 ( 1H) V S: IR^85% "CM 
ftS««t Lt#fc. 

[0 9 12] Mass (ESI) m/z : 382(M+H)% 
'H-NMR (CDC1 3 ) 5 : 2. 13-2. 26(m, 4H), 2. 30 (s, 3H) , 2. 
67-2. 84 (m, 6H) , 2. 96-2. 99 (m, 2H) , 3. 40 (bs, 2H), 3.77 50 



( 60 ) &ffl 2001-278886 

118 

(s, 3H), 6. 52-6. 57 (m, 2H), 6. 69 (d, J=8. 8Hz, 1H) , 6. 78 
(d, J = 8.0Hz, 1H), 6.99(s, 1H), 7. 03 (d, J=8. 0Hz, 1H) , 

9.22(s, 1H). 
[0913] 2) N-> ^AsT^ y l/fc 

N'-(2-(5-TS /-2-> b^^^^^^)m^-/u)-6-y ^ 

/i--^ t° a (4H-3, Ky/^-^tv'n 4'-e°-<y v 5 ^) 

-2(1H)-^V (0.061g) <T>*$J—;V (lml) , i£ft^ 
(lml) MT^^/H*!* (0.013m 

1) SrJiD^l8l*IBHtfl5bfc 0 K*»telSftKlft7k*^ h 

u ta»s:**a«t h y Att»s« tfc. wm 

(9%) ^T«H!U»«-j-*ri:JcJ:5, N'-(2-(5- 
OK^/I^TS 7-2-^ h^riy^ai^/0^i^/U)-6-^ ^ 
/i'-* fc° n (4H-3, l-^^V^^MJ-S^-^ 4 , -b°-<y v>» 
-2(lH)-^> (0.013g, IR*:21%) Sr*ifetttt«i: U 

[0914] Mass (ESI) m/z : 396(M+H)\ 
'H-NMR (CDCls) 5 : 2. 13-2. 22 (m, 4H) , 2. 31 (s, 3H), 2. 
79-2. 86 (m, 6H), 2. 81 (s, 3H), 2. 97-3. 00 (m, 2H) , 3.77 
(s, 3H) , 6. 46-6. 52 (m, 2H) , 6. 73-6. 76 (m, 2H) , 7. 00 (s, 1 
H), 7. 04 (d, J=8. 0Hz, 1H), 8. 51 (s, 1H). 

[ 0 9 1 5 ] 3) mft&m 

N , -(2-(5-(N-^^/U)T *J-2-t Y^ri/y^fV)^ 
/U)~6-^^/l-~^ fc°n (4H-3, l-^y/t^rt^y-^ 4'- 

t°<< y v? » -2 (ih) >- v > r ±ia«a«35 1 ra«<s> 
fc. 

[0916] Mass (FAB) m/z : 496(M+H)\ 
1 H-NMR (CDCh ) 8 :1.45(s,9H), 2. 17(m,4H), 2.3l(s, 
3H), 2. 70(m,4H), 2.86(ra,2H), 2.95(m, 2H), 3.22(s,3 
H), 3.82(s, 3H), 6. 73 (d, J=8. 0Hz, 1H), 6. 78(d,J = 8. 0 
Hz, 1H), 6. 99-7. 05 (m, 4H) , 8. 37 (s, 1H). 
[0 9 17] Hffi0iJ124 N , -(2-(5-(N-tert-^ 

> o u 7 ^ it^vu) -6-^ 

X fc°a(4H-3, l-^yy^^rtv^y-i 4 , -fc°-<y is Is) -2 
(lH)-^-V (**Wft^*124) 
[0 9 18] 
[ft 1 8 2 ] 



20 



30 



T 
o 

[0 9 19] 1) 2-(2-r? n n-5-^ hn)7x^ft^ t 

Msg^!l37^1) tmtj?mz.Xs l-^T/-2'-^ a a-5'- 
^hP7th7x/y (IR*:46%) &n&mfct It 
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#fc (' H-NMR (CDCh) 5 :5.84(s, 1H), 7.62(d,J=8.8 
Hz, 1H), 8.22-8.25(m, 1H), 8.42(s, 1H)) 0 JEM, gcS 
fK«(I)Ct»at5r £tC<fc «92-(2-^ p cz-5-- h 
n):7:n:=:/Wft» tert-^^/Wm^^/i. (jfe^ : 82%) 
*&&mfob Lt#fc e 

[0 9 2 0] 5 H-NMR (CDC1 3 ) 6 : 1.49(s,9H), 3.78(s, 
2H), 7.56(d, J=8.8Hz, 1H), 8. 08-8. 1 1 (m, 1H) , 8. 19(d, 
J = 2. 4Hz, 1H). 

[0 9 2 1] 2) 2-(5-(N-tert-^ h^r^;U#^)7 

2- (2-^ Yvi)y ^=^;\s%$^ tert-X^vl^ 

^f/i^ (o.97g) <r>=-2 s — /K20mi) SRfcaaT, 
fk*X(II)z:*?q» (2.42g) *rJP*.35»BHW^Ufc. 

(20%) LT2-(5-T 5 7-2-^ n in) ^^-yu 

tert-^/U^T^A- (0. 70g, iRSp : 81%) SrJt 
feHtti: ('H-NMR (CDCh) 6 :1.44(s,9H), 

3.57(s,2H), 3.63(bs, 2H), 6. 51-6. 54 (m, 1H) , 6. 60 (d, J 
= 2. 8Hz, 1H), 7. 12(d, J=8. 8Hz, 1H)) 0 

[0 9 2 2] 7x^Si tert-y^/U^X'r/l'fc&m 
mmsecOl) t[^C*-ffi(C-CS7t:L2-((5-T5 7-2-^ a 

-7zn ^/U) zc^/isT/ls =* — /U£89%<Dl|X^-C#fc (' H 
-NMR (CDCI3 ) 5 : 2. 89-2. 93 (m, 2H) , 3. 84-3. 87 (ra, 2H) , 

6.49-6. 52 (ra, 1H), 6. 57 (d, J=2. 8Hz, 1H) , 7. ll(d,J= 
8. 4Hz, 1H)) 0 

[0923] m&fflss km cjjmzxi&m9o%x*2- (5- 

1 H-NMR (CDCI3 ) 5 : 1. 51 (s, 9H) , 2. 96-2. 99 (m, 2H) , 3. 
86-3. 90 (m, 2H), 6. 49 (s, 1H), 7. 17-7. 20 (m, 1H) , 7.26 
(d, J=8. 4Hz, 1H) , 7. 32 (d, J=2. 0Hz, 1H) . 
[0 9 2 4] 3) 2-(5-(N-tert-^h^rv-^^#^yW)T 

«ift«320>2) fc 1^ D^TffiidTl|X*97%r^®ft:^S: a 

&mttk tt#t 0 

'H-NMR (CDCh) 8 :1.5l(s,9H), 2.92(s,3H), 3.14-3. 
17(m, 2H), 4. 42-4. 46 (ra, 2H) , 6. 49 (bs, 1H), 7.20-7.23 
(m, 1H), 7.27(d, J = 9.2Hz, 1H), 7. 35 (d, J= 1. 6Hz, 1H) . 

1 0 9 2 5 ] 4) mmit^-m 

2-(5-(N-tert-^h^^^7/^7K^/b)T^ /-2-# a ay 
69tra*©*ftKT*IBfls*««:ift*i2%-eeftH#i: 

[0 9 2 6] Mass (FAB) m/z : 486(M+H)J . 
'H-NMR (DMSO-cU) 6 :1.47(s,9H), 1. 90-1. 94 (m, 2H) , 
2. 01-2. 04 (m, 2H), 2. 25 (s, 3H), 2. 46-2. 56 (m, 4H) , 2.82 50 
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(m, 4H) , 6. 75-6. 77 (m, 1H) , 7. 02-7. 04 (m, 1H) , 7. 08 (s, 1 
H), 7. 26 (bs, 1H), 7.51(s, 1H), 8. 29 (s, 1H), 9.39(s, 1 
H), 10. 06 (s, 1H). 

[0 9 2 7] Hffi#iJ125 N' - (2- (3- (A ^ Y—/V-2-1jj\> 
7$~/U) 7^ y 7x z=-/U) m^/U) -6-> ^vU-* b° u (4H- 
3, O-^^-^rf-v^V-4, 4 , -fc°-<y i^^)-2(lH)-*^ 
(«&9§fc^3l25) 
[0 9 2 8] 
Hkl8 3] 



10 




[0 9 2 9] >T >K— /W2-^y^V^SrfflV>T, JtfB 

*MW72fcra«^*ft^T*Hft^«*iR*63%'eefe 

[0 9 3 0] Mass (FAB) m/z : 495(M+H)\ 
20 ' H-NMR (DMS0-d 6 ) 6 : 1. 92-2. 08 (m, 4H) , 2.24(s,3H), 
2. 47 (m, 2H), 2. 65(m,2H), 2. 74-2. 89 (m, 4H) , 6. 77 (d, J 
= 7. 6Hz, 1H) , 6. 99-7. 1 1 (m, 4H) , 7. 20-7. 30 (m, 2H) , 7. 4 
3-7. 48 (ra, 2H) , 7. 66-7. 69 (m, 3H) , 10. 09 (s, 1H) , 10. 14 
(s, 1H), 11.71(s, 1H). 

[0 9 3 1 ] Rftftll <MOMSS#«0Lia*tfUB) 
J. Biol. Chera. , 270# (11-^) , 5786-5792H, 1995*F 

*CCR2*«a***293j»IB *fflflfi£0iRL 

fc. loooEite/^, 4x:x5ftmm>bW:. ±.m*m$PB 

30 S (-) &m^xmm£$cftLtc 0 ::<0*f£S:3[p]frV\ 
P — 7 — b/H*^^iEll|X$ttSjffflJiSfcfci , 9 5ml<Z)HE 
PES^Slfg (50mM HEPES, pH7. 4, 1 mM CaCl 2 , 5mM MgC 

i 2 ) &m?Lxmi&&mmis. **iz2o#ra»BLfco * 

HiJEEASf (nitrogen bomb&JS : 800psi, 5#Rf|) SrtT 
ofd 0 #13^ 1600rpm N 4 ^T* 5 5MBifrfr U 
fifSrHHIXLT, CCR2^m^^7t293*Siaoj^Ilj^^t# 

40 It, -SOtTMftffLfco 

[0 9 3 2] ±ia^>CCR2RH^ (gSffcfSlOfmol) , 0. 
lnM[ I25 I]MCP-K S(/0. 5mg(£>SPAtf— X (Wheat grem a 
gglutinin Scintillation proximity assay beads : T 

^->ir^ • 7r^'>7 • 'M^v^ttK) Sr. 

»«^*tftft-&»4: t fc^HEPESaWfR (50raM HEPES, p 
H7.4, lraMCaCl 2 , 5raMMgCl 2 , St>*0. 5%BSA) 
^L, *»WI^*^200itili:«5J:5fcLfco tttft^fc 
- ^Sr^?-r6^{^ffl LfcDMS0O*^«S(i, 2.5% 

h (optiPiate, Ktt») aa-e2wmi« 
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WLtz„ R^»T», TV- h SrlOOOHte/^-C 5 »IB 
iS'O (^tf^tt®, 8700) L TSPA t*- X^it® £ -fcrfc 
g^flEfcfl- LTSPAtf— Xizffi-g-LtzV 2 5 1]^Stt y 

fit) SrfflV^TSl^Lfc. 20nl«O#«(Ik 

Mcp-i y #v KffftT-egaj u/c PflS^-srTiaost-c* 
jsttiu Mcp-is^^^j-r^is^t-a-^wiCsott (so 
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r-co y Kftteft-ftttAftlife-*) xioo 

[0 9 3 3] 
[^1] 





Mcp-i»ffltat 




0.031 


*$WHb*4fc2i 


0.04 




0.11 


*«BMb^ttii9 


0.12 


***Mb£1fci2i 


0.078 


JfclMb^ar 


0.15 



?"3 




Y 



[0 9 3 4 J 

[issues**] ttmtomnL^>*s****j>nmvt 
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(72) *W* £ft fij* 

JCBC«acFJHK**lf— TB16»13* ft 

'(72)»W# «JK 

SC3K»a:FJilE**H-Tai6#l3* ft 



(72)^J§# ^ ffi- 

JKjK»7XFJilE^b»ffi-Tll6#l3# ft 

(72)^PJ# £ff 

JK3K*aiFJllK**B— T116#13# ft 
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K»»iTFJIIK^b*8S-TBl6#13* Ml 



F 9 — 4C072 AA04 AA06 BB02 BB06 CC02 
CC11 EE06 FF07 GG07 HH01 
HH02 HH05 HH06 HH07 MM 10 
UU01 

4C086 AA01 AA02 AA03 CB22 MA01 
MA04 NA14 ZA42 ZA45 ZA59 
ZA81 ZB15 ZC20 ZC42 



